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(57) Abstract: Compounds represented by the general 




formula (I) or pharmacologically acceptable salts 
thereof which have excellent effects of lowering neutral 
fat level and non-HDL cholesterol level in the blood, 
inhibiting or suppressing the accumulation of neutral 
fat in the liver and protecting or ameliorating the liver 
function and, therefore, are useful as preventives or 



remedies for circulatory diseases such as hyperlipemia, 
arteriosclerosis, fatty liver and hepatitis. In said formula, wherein W represents oxygen, sulfur, methylene, etc.; R represents 
hydrogen, C,. 6 alkyl or arylalkyl; R 1 and R 2 represent each alky!, halogeno, etc.; R 3 represents hydrogen, alkyl, halogeno, etc.; Y 
represents alkyl, -Q-T (wherein Q represents oxygen, methylene, hydroxy methylene, etc.; and T represents optionally substituted 
aryl, etc.); and Z represents hydrogen, alkoxy, etc. 
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f sEticfctK (iik) *t#e>ns. 
25 M&mm%mz&\,*Ttt%m®tLTmK$nzmm~%&: (1 n ©^ 
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#!©*> TE-HR5S (III) <»tt&®\*> M?L\Z, TIBOX^-A2 0^«fc 

^»-A2 0 




(5£*©L, Q 3 , RK R\ R 3 , T, W 3 ££tfZ ^mmtmCMftZh 

Sfc, Qc&m (xl) £x h^fcKa^x x^/-;k we 

SK&gTf 1 ~ 4 8 P#F*U ~ 5 %,m\ZT&mfr%WM L-T)l7n-r 5 £ t «t 0 * 

(iii) iwisns. 

MIBSjS^ v^Tffl v> & ftSffiflBHRsS (xx) ©fl^»©*, TIB- 
IS^; (XX a) <D<k&m** mXU, TfB©X*-A2 1 fc«kD£$n5RJ& 



^-A2 1 




<5S*0R l , R 2 , R 3 , T, W 3 , X 1 *3i;^Z 1 «B9fHi:^i;i:i*^t>o) 

(xl i ) si-i. 5 mm<D<k&® (ix) mmtr? >m® 

7->;WbjR«*ff5c:tfcj;D, fc£4& (xxa) ^fsns. 

mmmm^mz^xm^^n^mn-m^: (xx) ©fb^©*, rsa- 
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ft£ (XXb) CDftftttfc TiE©X*-A2 2fc*B«n*©6 



X^-A2 2 




5 ft** (xxxix) *, wmmom&m®^ ****** 

& 0 r-giaT 1- 4 8 fclBHEc-r £ dfclCJ:D, ft** (XXb) *t#6tt 

IWB«8DSFttfc*V»TJlV^n*lrtaH« (XX) ©fc**©4». TIB- 
10 jRSC (XX c) 0fc£*»» TiB<Z>X*~A2 3Jc£0it£n3£/ft 




(XXc) 

<a#©L, R 1 , R 2 , R 3 > T 3 , W 3 , X 2 ^^Z 1 »Miei(^D^S: ! fe 
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o) 

xmi 

to&H (XL I I) 5 3*©fc£fc (XIII) t*. 

5 *»-fe5/^A«0«at©»ttT« a«*jHHi«««T? 1-4 8 «pWK 

^•&s^tic<kt), tt&m (xl 1 1 1) ^&na. 

#&nfcfc** (XL I I I) ft««l*fc^fc^^V>^©^tt»* 
HJ 7 n«W03tt®«T. «W»H»MUrc l~48 P#f^ 

-rs^^icio> fls£#> (xx c) ##&ns. 

«|Blia*SEK:*^TfflV*6n*«nEHRSC (XX) 0^«f©+, TIH- 
jR£ (XXd) CD-fb^*tt, TE©X*-A2 4fcJ:D*;£ft*K* 



X*-A2 4 




15 

&*<DL. QK RK RK RK T\ W 3 fc£tfZ MifWBfcn&tt*** 

itsw (xl) *, mt^vymomw¥> hux^;v->7>^bU7;v 

20 (XXd) imttl*. 

WE-tts* (xvi) t?«*n*fls#IW^ ^©*ttfc*CT«rr*!i 
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L-O. 




(XLIV) 



KHEHR5S (XVI I I) T!M*l*flS**Wu 5HB03tfcfcWT«W 

mm, twa-tt* (xxn -«*nsfc*«ft* m-* 

oPii^E#m^©ji^^^ ViT > Baeyer-Villiger^ 

NewmanSOJS (J. Org. Chem. , Vol. 3 1. pp. .3 9 
80-3984 (1 96 6)) \Z^X^V x J -;V!W*^»T3 Z. t 
tJ:D«a*r«tfc3&«T?#*. HWBHW (XXI) T!*3*i*fcaWk 



wiB-tta: (xix) -«3n*fc£*»* ^©^fc^cTwrrsE 

W > MWHK«*«WBHW (XVI I) TH2n 
N-^^nUHX s'pWWW^ F*0*«tt««t** Any>ft 
HK* (XV I I) Tf«^n*^*!ltt» 




(XLV) 
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(XLVI) 



R 2 



5 TXhaftU jfcBKj&CTM. S. Newman^O^ (J. Org. C 
hem. , Vol. 3 1, pp. 3980-3984 (1966)) I^UT 

tm-WcA (XXI I) T?*$*i5fc£4&fci:, ^©^ftfcip&Tarr* 
10 Ct^TtS. 08Atf, IWB-«a (XIX) 3$, X 

IME-ttSC (XXXV) T?*£tt*ft;£4&tts lWIEHfta (XXXVI) T 

jtHC» rprotective Groups in Organic Sy 
nthesisjT. W. Greene et al., Wiley (19 
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*%w<Dmm-$s>-& (i) r&znz^uyy-y mmmmt, ®mz£ 

•?n>m, ^w>s, jut, u>=n», kb, 7x/t7=p> 
10 mtf&ztipv&z. 

15 fc^tf. 

25 1, 6-^tHnt!U^>-3— f;M3^g£«fcaH&5£-Q 1 -T 1 (5£ 
+©Q 1 «*3 t l'>aU^ttfcFn*5'*^P>£**U T^ttWISfcLT 
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JM*«fc«» 4- C3- C (4-7MD7x^) fcFn^>.* 

?M -4-kHa^>7x;^» -3, 5-^fKD>7-'jm, 
4- C3- C (4-7MD7i^) -4-tHD^>7x;^ 
>0 -3, 5-^WD>7-'JH^ 4- C3- C (4-^DD7x- 
10 ;W kPD^^^W -4-tHD*'>7x^» -3, 5-^^;i/T 
D>7^>JHt, 4- C3- C (4-^DD7i^W *^;W -4-tHP 
^->7x;+«» -3, 5-^WD>r^'JKE 4- C4-fcFn* 
( 6 _^v-i, 6-> J tHDh!U^> f >-3— f;V^^;V) 7i 
-3, 5-^^f^a>7-»J F®. 4- C4-fcl*n*5/-3- 
15 U-xt^kFDtf^floWW 7x/+'» -3, 5-^WD> 
7-ij 4- C4-bHo*->-3- (2 - (3-rh7kHn77- 
;W x^;W ^xy+SO -3, 5-^WD>7-'JH^ 4- (4- 

hKD^>-3-fV7'n^7i;^» -3, 5-^?JWD>7-'J 
F$^(D{b£$J#$?£L<, #K&4- C3- C (4-7WP7XZJW t 
20 Hn^j/^MO -4-kH0^7x;^ -3, 5-^fKD>7 
-ij ^ 4- C3- C (4-#aD7xXjP) bFD*~>pWW -4-fc 
KP^>7x/^ -3, 5-^f;KO>7-'Jh'i, 4- (4-tK 
□^>_ 3 ->fV^Dt!;l/7xy^» -3, 5-^fKO>7-'JM 
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ftKvau mm, m^m. mmu wren, mm, m^itm. mmu m 

suti&m • mmv. nmzftitmnftzztiz&vmTtrzctijt'vgz. 

*%w<Dmtkm!&®*m&<Dfem \zm v> st&fa- 
jks (i) T«$n*ft^**fctt*©ita^wicw#$ns«[ot9!«r4ja 

P&^Ofc'&JfcAl BM$&D*Mal At g~l 0 OmgOigBT, #jgn&#0 

i 2 — -r yyo tf;i/^>t? > 

2-<yypt!;i/7x/-;P2 1. 8 gfc7-fehnHJ;n 0 0mL» 
L, ^>-WD5M8. 8mL£&»;frU#A2 7g£in*, 2 9Nf» 

^rS/-2— <y^Ptf;i/^>if>3 5. 7g*#&. 
1 H — NMR (CDC 1 3 ) a ppm: 

1.24 (6H, d, J=6. 9Hz), 3.42 (1H, heptet, J=6.9Hz), 5.08 (2H, s), 6.88- 

6.97 (2H, m), 7.12-7.17 (1H, m), 7. 22-7.25 (IE m), 7. 30-7. 47 (5H. m) 

2, 6-y^>yM^>7th7x;> 
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1 H— NMR (CDC1 3 ) 6 ppm: 

2.50 (3ft s), 5.09 (4ft s), 6.60 (2ft d, J=8.4Hz), 7.19 (lft t, J=8. 4H 
z), 7.23-7. 45 (10ft m) 

5 i-^>^;i/3-=^>-5, 6, 7, 8-fb7tHDt7^U> 
X H— NMR (CDC 1 3 ) <5 p pm : 

1. 68-1. 90 (4ft m), 2.60-2.90 (4ft m). 5.06 (2ft s), 6.65-6.78 (2ft m), 
6.98-7.12 (1H, m), 7.22-7.53 (5ft m) 

10 ###13 

2, 3, 6-h'J^Dn-4--hD7x;-;V 

2, 3, 6 - hU^PP7x7-;P3. 5 8 g £ h U 7;M-PH$S 1 5mL 

j£2I£$i£7M<1 0 OmLtJtfb^l^l 0 OmLOil^idll^, 
15 T2iWl^ *NI&Ji£#iltU 7lcM&m^^^>fcTJftaib7 t c 0 Wit 

bfe. #&n^a^il^X^<i:^-y'>^^^^L^ 2, 3, 6-hU 

1 H — NMR (CDC 1 3 ) 6 ppm: 
20 6.47 (1ft s), 8.01 (1ft s) 

###14 

2, 3, 6-hU^^-4--hD7x/-;i/ 
25 X H— NMR (CDC 1 3 ) 8 ppm: 

2.24 (3ft s), 2.27 (3ft s), 2.42 (3ft s), 5.13 (1ft s), 7.61 (1ft s) 

###15 
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h U y)V*U*?>Z)Vft>n 2 , 6 4 -= hD7x^9. 

15g$N, N--J^)VT±hT5. H3 OmLKjft^U atfftlUS^Al 
2. Sgfcin*., T^^H&Tl 5 0«CfcT3. 5P#W«#Lfc. R^fi 

hD^>if>5. 2 1 g&#fc. 
X H-NMR (CDC 1 3 ) 5 ppm: 
2.58 (6a s), 7.89 (2H, s) 

10 

4- 3-F - 3, 5-i?*9-Ar7—V> 

4-3-H-3, 5-v^^;V-hD^>if>4. 58gSR8l^l5 
mLl:»U m<be^ (IV) 4 5 8mgSJD^ S»fc:T7K**H»T# 
15 JET3PfHI£#Ufc. 3«fe»BE»»U 4-3-F-3, 

5- S?^5 t ;P7=U>4. 0 6gS#ft. 
1 H— NMR (CDC 1 3 ) 6 ppm: 

2.37 (6H, s), 3.55 (2H, brs), 6.46 (2H, s) 

20 ##M 7 

3 -m- h U^yP tt>WL*?)l 

3-^W>X7^fkH8. 7 7gt*X*/B8hU^5 : ;H 2mL 
^fh7tHD77>2 OmL»U 3k*T*U^At e r t-7h*v 

h 9 . 9 9 g &»iHifc^w-Tip^.fc. 7)V3>nm$arF^\zT-mMWLrz. 

MfiEftllU 3-m-h>J^'JM^iH0. 8g$#ft. ft 
6>nfc3-m-hUJP7^U;H?^^6. 2 8gMx^2 OmLlli 
jfoU 1 0%A7^£^M&6 3 5mg£in;L> S»lCT**»HftT* 
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mr-mmwisfc* w»*5*u 5***ew*u 

: H— NMR (CDCI3) 6 ppm: 

2.32 (3H, s), 2.62 (2H, t, J=7.9Hz), 2.91 (2E t, 1-7. 9Hz), 3.67 (3H, 
5 s), 6.97-7.03 (3E m), 7.13-7.21 (IE m) 

mm 8 

3 _^ D ce- 3- (s-^a^^^x^W yDfcf^>m^^;v 

10 1. 3 2 g&PB&fclft#l 5mLC»*l/, 4PM&D3*»iftbfc. 

SSfiSTfJ^lft, *»4&*3£U 3ifc£«JE*«U »&n&S3£*>'U 

19mgS#L 
15 1 H— NMR (CDC 1 3 ) 5 ppm: 

3.21 (IE dd, 1=6.1, 16.3Hz), 3.34 (IE dd, 1=9.0. 16.3Hz). 3.71 (3E 
s), 4.48 (2E s), 5.38 (IE dd, J=6. 1, 9.0Hz), 7.31-7.40 (3H, m), 7.44 
(IE brs) 

20 ###]9 

(fh7kHnt!7>-4-f'JT» mtttfr 

^X^/ffRh'JX^H 0. 7mL^fh7kFn77>15mL» 
U *U9Atert-^mF7. 2 6g£»n;t, 7;P=f>£H»T£» 
fcT5#Wft#b&. S*fi'&*fc'5 l h9kHPt!9>-4-*>5. OmL 
25 £;&n;L> 7;^>»ffl»T6 0t:iCT-Hft»#l/fc. EfcS£*J**E**&U 

# e, n/t»* feS'Uifr 7A^n-7b^77^- (^m^m : ft&x^;v 

2. 7 2g» 

X H-NMR (CDC 1 3 ) 6 ppm: 
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1. 23-1.32 (3H, m), 2.31-2.35 (2H, m), 3.00-3.05 (2H, m), 3.73-3.81 (4H, 
m), 4.11-4.20 (2H, m), 5.67-5.99 (1H, m) 

m^m 1 0 

5 4— rl^t Fntf^jmmx^JW 

n77>15mL»C»b, 1 O^A^^^A^Mii (5 0%^7K.?p) 42 

10 1 H — NMR (CDClg) 6 p pm : 

1.26 (3H, t. J=7. 1Hz), 1. 28-1. 40 (2H, m). 1.61-1.69 (2H, m), 1.96-2.07 
Oft m), 2.21-2.28 (2H, m), 3.36-3.46 (2H, m), 3.92-3.97 (2H, m), 4.1 
4 (2H, q, J=7.1Hz) 

15 mmm 1 1 

4-rh7t PWy-jm&xrjVS. 9 0 gfcx? S -JV2 OmLil 
mo l/L7K$tfb^HJ^A7kiM2 OmL£iD;L, 7;l^>^fflmT6 Ot: 

JtU 4-xh9kFDK9x;P»»2. 2 3g» 
X H— NMR (CDC 1 3 ) 6 ppm: 

1.31-1.43 (2H, m). 1. 63-1.73 (2H, m), 1.97-2.10 (1H, m). 2.27-2.32 <2H, 

25 m), 3.37-3.45 (2H, m). 3.91-3.99 (2H, m), 9.5-11.2 (1H, brs) 

###1 1 2 

4-xh7tFPtr^xjl/7-fe5 1 ;i/^DU H 
4 _^^tFDlf7-)Htt2. 2 3g}:tftft-;V3. 4mL&SD^., 
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4-xh7hh*P tf 7-;V7-fe^^ P U H 2 . 4 4 g 
1 H — NMR (CDC 1 3 ) 5 PPm: 

1.32-1.42 (2H, m). 1. 64-1.73 (2E m), 2. 05-2.20 (1H, m), 2. 80-2.86 (2ft 
m), 3.37-3.46 (2H. m), 3.92-4.01 (2E i) 

#^0U 3 

1 H — NMR (CDClj) 5 ppm: 

0.90-1.40 (5H. m). 1. 59-2. 00 (6E m). 2.75 (2E d, J=6. 9Hz) 
#5#0U4 

4 jv:*=^>- 3 - b HD^^^>X7;Vft F 
3, 4-^kFn^>X7^ftK17 5. 0g«*'J^A175. 

RJfcS£$)^>i^:/Pa P 1 5 OmL*»TU MT6 WB»Ufc. 
T?I»U 4-^>^«->-3-t^P^^>X7;i/5 i tPl 7 9. 0 

g£#fc. 

1 H — NMR (CDC 1 3 ) 5 ppm: 

5.21 OH, s). 5.82 (IE s). 7.04 (IE d. J=8.3Hz), 7. 33-7. 52 (7E ■>. 
9.84 (IE s) 

##0U 5 

4 -«y*?fr***s- 3 - k ^P^^>X7;V5 i b Y2. 3 8 g 
>15mLC**U X^V>^U3HV5. 5 7 g £p ~ h)VJL>Z)V*> 
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>i?)V**is-5- (1, 3-mV7>-2--<;W 7x7-^2. 7 0 

g £#fco 

1 H — NMR (CDC 1 3 ) 5 ppm: 

3.96-4. 04 (2H, m), 4.06-4.14 (2H, m), 5.12 (2H. s), 5.68 OH, s), 5.73 
(1H, s), 6.91 (1H. d, 1=8. 3Hz). 6. 96 (1H, dd, J=2. 0, 8. 3Hz). 7.08 (IB, 
d, J=2.0Hz), 7.33-7.45 (5H, m) 

##01J 1 6 

2 _ {A-^yzjfrtt^-Z- (4-7;i/^n7aiy+'» -1, 
3-WV7> 

2-^>> ? ;i/^>'-5- (1, 3-mV7>-2-^^) 7X/-J1/ 
5 0 6mg, ^tHn^> #7>2 6 0mg, 

li (I I) 3 3 8mgm^a7->-^4A (1/16) 5 0 Omg 
\zmt^V>l 9mLth'JlW5>l. 3 0mL^ g&lCT- 

7b^77^f- O&ffi^iR : g^mx^;i/-^1i-» fcTftlgU 2- t4- 
^>^;^;^ : l^>'-3- (4-7MD7x/=l : >') 7i-;W -1, 3-$**- 
3rV?>3 5 6mgl#fc. 
*H— NMR (CDC 1 ,) 5 ppm: 

3.95-4. 05 (2H, m), 4.05-4.15 (2H, m), 5.10 (2H, s), 5.70 (1H, s). 6.85 
-7.05 (51 m). 7.10-7.40 (7H, m) 

##0»J 1 7 

2 _ [4-^>>?;i/^i/-3- (4-7MD7x;^» 7i^JW ~ 
lf 3-i?^-=|rV7>3 5 6mgSff7t Hn77>2 OmLtt^U 1 
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mol/LSi2 OmLm 7^:* >£B»T 6 0"CICT3 0#W#U 

4-^>> J ;V^->-3- (4-7Ma7x;^» ^>X7;Vxfc F 3 4 
5 Omgllfe. 

X H-NMR (CDC1 3 ) 6 ppm: 

5.20 (2H, s), 6.90-7. 05 (4H, m), 7.13 (1H, d, J=8.4Hz), 7. 22-7. 38 (5H. 
a). 7.49 OH, d, J=2.0Hz), 7.61 (1H. dd. 1=2.0, 8.4Hz), 9.88 (1H. s) 



10 ###118 

jf7t HDtf^>-4-^-;i/7 1 7 /iLtb'J7x-;V*X7^>3. 
15g§fh7kFO77>2 0mL(»U 7;i^>#BimeT^ 
15 T4 0%^X^)V7V^)V^ i yy-h(Dh)V^>mm5. 4 4mL^ 
4 _^>^;j / ^-=^^-3-t:Ho^r->^>X7;Vxfcl ? 2. 2 9 gfcftl&fc. 
7^^>#H^T^SfcT-life0t^^ #e>ftfc£§ 

» fcT»«U 4-^>i?;i/^^-3- (4--xb7bKotf^-;P^ 
20 K>X7)V^\i Y 1. 1 6 g 

»H-NMR (CDC1 3 ) 5 ppm: 

1.80-1.90 (2H, m), 1.98-2. 06 (2H, m), 3. 53-3.58 (2H, m), 3.95-4.04 (2H, 
m), 4.52-4.61 (1H. m), 5.22 (2ft s), 7.05 OH, d, J =8. 2Hz), 7.30-7.48 
(7H, 1), 9.84 (1H, s) 

25 

###11 9 

4-^>v J ;^^>— 3- (4-7Mn7x/^"» 7x/-;i/ 

4-^>>5;i/^-=lr^-3- (4-7MP7x/^y) K>X7 fr'rtY- 2 
4 0mg$I^fl^>l OmLi:Wl/> ^TK^b U 3 7 5mg, 
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5 U^A7K*tt2mLSiIP^ 7;i/:*>^fflmT6 0X^X3 0»WWift. 

io -iHtx^) fcTttfiU 4-<>v;P^->-3- (4-7M07x; 
*>0 7xy-;H4 1mg^#fc. 
X H— NMR (CDC1 3 ) 5 ppm: 

4.62 (lft s), 5.02 (2ft s), 6.49 (lft dd, J=3. 0, 8. 8Hz), 6.52 (IE d, 
J=3.0Hz). 6.89 OH. d, J=8.8Hz), 6. 88-7.03 (4ft m), 7.20-7.44 (5ft m) 

15 

###| 2 0 

4—^> f J)V^r^-3- (4— fb7kh*nlf7- frtt's) 7i7-JV 
'H-NMR (CD C 1 3 ) d ppm: 
20 1.78-1.88 (2ft m). 1.95-2.04 (2ft m), 3.50-3.58 (2ft m). 3. 95-4. 02 (2ft 
1), 4.41-4.47 (lft a), 4.69 (lft s), 5.03 (2ft s), 6.35 Oft dd, J=2. 9, 
8. 6Hz), 6.50 (1ft d, 1=2. 9Hz), 6.81 (1ft d, J=8. 6Hz), 7.27-7.47 (5ft 
id) 

25 ###12 1 

^fJVf**^/t5MO- (2, 6-^^-4--hD7i^) 

2, 6-^^-4--hn7x;-Jl/2 0. Og£N, N-S?*^* 
;UA75 F5mL(MU M«#THJX^V>S>75>2 6. 8g, V s 

tf-frtttDW^frtruv K2 2. 2 g^jra*., 7 5^3 o»fafi/ 
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^x^X-^^Tftfcm fc«U ^^f^^UHSO- (2, 6 

4 -X b P7xX;i/) 2 5. OgSifc. 
X H — NMR (CDC 1 3 ) <5 ppm: 
2.26 (6ft s), 3.41 (3ft s), 3.49 (3ft s).. 7.98 (2ft s) 

2 2 

9 )W*S.\*WtS- (2, 6 -V*^)V- 4 -X h P 7xX;i/) 

S^^/l^a-fc/WtSMfcO- (2, 6-> > ^^-4-XhD7xX;i/) 
2 5. 0g*18 0*CfcTtttfU 10WW»lfc.mwm 

#;wi$l*tts- (2, 6-^^;i/-4-xhP7xx;W 25. og§# 

1 H — NMR (CDC 1 3 ) 6 ppm: 

2.52 (6ft s), 3.02 (3ft brs), 3.19 (3ft brs), 7.99 (2ft s) 

###J2 3 

2, 6-> ? *3Ml'-4-xbP^>-t?>f *-r)V 

•^fJl/^JWUFiS- (2, 6-> ? /3Ml'-4-XhP7xX;lO 
2 5. 0 g£2mo l/L#fcfofhU£A*8*fc2 0 OmL*^^/- 
;V2 0 0mLC«IU 9 0'CT!6l*WaB*b&. ifcfcft* ^I^Clm 

o l/Lti^^itiu 0Kx^T?aajL/fc. Gmm&ma&m.*.-? 

?)\,%y2±?u-? h?y7J- (»W»«E : A*tf>-»|&x^;W Till. 
2, 6-^f JV-4--fD^>"€>f^H 2. OgSftfc. 
1 H — NMR (CDC 1 3 ) 5 ppm: 
2.43 (6ft s), 3.66 (1ft s), 7.91 (2ft s) 

##{0J2 4 

5 - (2, 6-W^-4~^hD7xy^» -2-/b^>X7;V 
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8 5 gt^nn^Wf^X-T^3. 8 7mLS^'ft;^5 1 l/>5 OmL 

^U->5 0mL*«k^x^;VX-7 t ;W5mLK:T«»$ii:fc. 
ttft, ^rtf U 5- (2, 6-^^-4-Xh07iy^J/) 

10 -2-^h^v^>X7;i/xth*5. 5 6g£#£o 
1 H— NMR (CDC 1 3 ) <5 ppm: 

2.20 (6H, s), 3.92 (3H, s), 6.93-7.16 (3H, i), 8.01 (2H, s), 10.40 (1 

H, s) 

15 ###12 5 

##0S 2 4 t W«©*ffiK:«k t> > OT©<t^^^Ufc. 

X H— NMR (CDC1 3 ) 6 ppm: 

I. 27 (6H, d, J=6. 9Hz), 3.42 (IE heptet, J=6.9Hz). 5.18 (2H, s), 7.01 
20 OR d. J=8.4Hz), 7.33-7.47 (5H, m). 7.69 (1H, dd. J=2. 1. 8.4Hz), 7.80 

(1H, d, J=2. 1Hz), 9.88 (1R s) 

##0J 2 6 

fh77jvtn*>)8ik^ (4-^>> J ;v^'>-3--i'y^Dtf;P7xn 

25 )V) 3-Hx^A 

3cfc«#Tfc7K»» 5 5. 9 m L fcSSSSBK 20. 2mL^Tl/t IlS 
fi^ftt3!7*18. 78g£iQ*-, ^:hU7^n|fi3 4. 2mL£ii§ 

4 5 0mL^3<ttl?l-^>^;V^'>-2— ryyut!;V^>-if>l 0 0.5 
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gfcHn&fc^ hUT )V*umWtS 7. 5mL^TU 4t:{CT2 
#bfco £^®^£Mffi2§3§U ^tCl^^/-;i/2 5 0mL, 10%I« 
^7K^^-hU^A7ic^2 0 OmL, 2Mfh7 7;^o^ithU t )A* 
IMl 2 5 OmL^li«^, 2TO^bfeo »«ft#8£Lfc&, ±«* 

— tV7u\f.)V7^~)V) H-H-«7A5 5. 9 6g§#feo 
J H-NMR (CDC 1 3 ) <5 ppm: 

1.20 (12ft d, J=6.9Hz), 3.35 (2H, heptet, J=6. 9Hz), 5.11 (4ft s), 6.95 
10 (2ft d, J=8.9Hz), 7.26-7.53 (10H, m). 7.69 (2ft d, J=2. 4Hz), 7.78 (2ft 
d. J=2.4, 8. 9Hz) 

##^2 7 

##^j2 6tmm<D%mz&K), &rf<D{k&yoz&j&Ltc. 

15 <rh77)\>-*u*VWt\i7, (3-7^^-2, 4 -V^yVJVttls? 
X H— NMR (CDC 1 3 ) 6 ppm: 

2.49 (6H, s), 4.98 (4ft s), 5.11 (4ft s), 6.73 (2ft d, J=9. 1Hz), 7.31- 
7.45 (20ft m), 7.48 (2ft d, J =9. 1Hz) 

20 

TY77)V*UibVm.V.7, (4-^>^;P^->-5, 6, 7, 8-fh7t 
X H — NMR (CDC 1 3 ) 6 ppm : 

1.56-1. 90 (8ft m), 2.56-2.90 (8ft m). 5.08 (4ft s), 6.78 (2ft d, J =8. 9 
25 Hz), 7.17-7.58 (10ft m), 7.73 (2ft d, J=8. 9Hz) 

###12 8 

l-^>^Jl^3fv-4- (2, 6-^;l/-4-nhD7xy^» -5, 
6, 7, h*D^-^^l/> 
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2> 6-5?^^;V-4--hD7x/-;V4 5mgv fb77^td*^ 
Hx (4-^>5Wfr**>-5. 6, 7, 8-fh7tHD-l-t7^) 
0 Omg, #Mft*5 4mg£^&£Ti£{b*5Pl/>l OmLlC 

3?^**3/-4- (2, 6-v ? ^5 L ;l/-4-^hP7x/^'» -5, 6, 7, 
8-xb7t:t ? n^7^1/>6 4. 4mg^lt 
1 H— NMR (CDC 1 3 ) 5 ppm: 
10 1.70-1.94 (4H, ■), 2.18 (6E s), 2. 68-2.95 (4H, m), 4.97 (2a s), 5.94 
(1H. d, J=8.8Hz), 6.48 (1H, d, J=8.8Hz), 7.20-7. 50 (5H, m), 8.00 (2E 
s) 

###|2 9 

4 _ (4 _^ >i ;;^>-3-^V7 P D^7x;^» -2, 3, 
*H— NMR (CDC 1 3 ) 6 ppm: 

1.22 (6E d, J=6.9Hz). 3.39 (IE heptet, 1=6. 9Hz), 5.03 (2E s), 6.42 
20 (1H. dd, J=3.1, 8.8Hz). 6.78 (1H, d, J=8.8Hz), 6.89 (IE d, J=3. 1Hz). 
7.29-7.57 (5H, m), 7.95 (1H, s) 

4 _ ( 4 -^>^;v^i/-3-'Ty^nt!;i'7x/^'» -3, 5-^7*D 

25 X H — NMR (CDC 1 3 ) 6 ppm: 

1.22 (6H, d, 1=6. 9Hz), 3.40 (IE heptet, J=6.9Hz), 5.04 (2H, s). 6.43 
(IE dd, 1=3.1, 8.9Hz), 6.80 (IE d, J=8.9Hz), 6.86 (IE d, 1=3. 1Hz), 
7.32-7.46 (5E m). 8.51 (2E s) 
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4 _ (4-^>5?^^5/-3-^ TV^nlf;V7x/^r-» -2, 3, 5-b 
*H-NMR (CDC 1 3 ) a ppm: 

1.20 (6H, d. J=6.9Hz), 2.14 (3H, s), 2.15 (3ft s), 2.41 (3ft s), 3.38 
5 (lft heptet, J=6. 9Hz), 5.01 (2H. s), 6.28 (lft dd, 1=3.1, 8.8Hz), 6.74 
(IE d, J=8.8Hz), 6.79 (lft d, J=3. 1Hz), 7.28-7.47 (5ft m), 7.58 (1H, 
s) 

1- C2, 6-^>^)V^->-S- (2, 6-y^^l/-4-^hn7i 
10 7i-JW x*/> 

X H-NMR (CDC 1 3 ) 6 ppm: 

2.25 (6ft s), 2.45 (3H, s), 5.00 (2ft s), 5.21 (2ft s). 6.23 (1ft d. J 
=9.0Hz). 6.50 (1ft d, J=9.0Hz). 7. 27-7.43 (8ft m), 7. 43-7. 47 (2ft m). 
8.02 (2ft s) 

15 

l-^>vf;i/^>--4- (2, 3, 6-b'J^on-4-^bD7x;^ 
-» -5, 6, 7, 8-fh7kHPWl^> 
*H— NMR (CDC 1 3 ) 8 ppm: 

1.77-1. 88 (4ft m), 2.73-2.82 (2ft m), 2. 87-2.93 (2ft m),' 4.99 (2ft s), 
20 6.04 (1ft d, J=8.8Hz), 6.53 (1ft d, J=8. 8Hz), 7. 28-7.44 (5ft m), 7.94 
(lft s) 

3_^ nD _ 6 _ [5- (2, 6-^V-4--ha7x/^» -2- 

25 X H — NMR (CDC 1 3 ) 6 ppm: 

2.18 (6ft s), 3.77 (3ft s), 4.27 (2H, s), 6.51 (lft dd, 1=3.1, 8.9Hz), 
6.75 (lft d, J=8.9Hz), 6.78 (lft d, J=3. 1 Hz), 7.30 (lft d, J=8.8Hz), 
7.38 (lft d, J=8.8Hz), 7.99 (2ft s) 
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###13 0 

1- C6-^ 3- (2, 6-^^V-4--hD7x;^ 

1 — C2, 6-^>5?;^+^-3- (2, 6-> ? /5 1 ;i/-4-~hD7 

5 x/^» i^;>3. 7 9g(chU7;^n@^m/'7jc/^^5 i ;v 

TJI/T^ H (7 : 3 : 1) ffl^ttl OmLSllD^ &»fcTH!fe«#l/fc. S 

j^^tt&ttBEmru »6nfca*fc**HDA» mttruy-vmimstc. 

10 U 1- C6-^>i?;P^i/-3- (2, 6-^f>-4--fD7i; 
-2-kKD^>7x-;W X*/>1. 8 1g» 
1 H — NMR (CDC 1 3 ) 6 ppm: 

2.24 (6H, s), 2.67 (3H, s), 5.07 (2H, s), 6.25 (1H, d, J=9. 0Hz), 6.43 
(1H, d, J=9.0Hz), 7.33-7.45 (5H, m), 8.00 (2H, s), 13.67 (1H, s) 

15 

###13 1 

1- C6-^>i?;p^=^->-3- (2, 6-^fJl/-4-rhn7i;=l : 

1- l6-*>i»btti/-3- (2, 6-y^JH4-^hD7x; + 
20 y) -2-tHD+y7i^) I^/>1. 8 1 gS:fh7bF077>l 
5mLfc*j&>U 3k»TI!i»t^Al. 5 9g^P^., a'Xb^WK) . 5 

25 ^>-3- (2, 6-7W-4--hD7x;^y) -2-^^>7x 
x;w x^y>l. 8 7g£#fc„ 
1 H — NMR (CDC 1 8 > <5 Ppm: 

2.23 (6H, s), 2.57 (3H, s), 4.02 (3H, s), 5.00 (2H, s), 6.20 (1H, d, J 
=9. 0Hz), 6.48 OH, d, J=9.0Hz), 7.28-7. 40 (5H, m), 8.02 (2H, s) 
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3 2 

1- [3- (4-7^7-2, 6-^Wi;^'» -6— 

5 1- [6-^>^*^-3- (2, 6-^;V-4-^bD7iy + 
~» -2-*t^>:7xXJlO X*/>1. 8 7g*»«X?;V5 0mLfci 
«U 5%S^-«I2 0 0mg»> SfiKlT***fflaT*ET?6 
^TO^Ufco 5l^lffii^. 1- C3- (4-75/ 

-2, 6-^f^7z/*V) -6-^M^>-2-^h^7x- 

10 M 3L&;>&1. 7 4g#fc. 

'H-NMR (CDC 1 3 ) 6 ppm: 

2.12 (6H, s). 2.55 (3H, s), 4.00 (3H. s), 4.98 (2ft s), 6.18 (1H. d, J 
=9.0Hz), 6.45 (2H, brs), 6.47 (1H. d, J=9.0Hz), 7.26-7.39 (5H, m) 

15 ##093 3 

!- C6-^>^**3/-3- (4-$^>^;VX^y-2, 6 -5?* 3^ 
71/^^) -2-* h^~>7i-JW X?/> 

1- C3- (4-7S/-2, 6-^Wx/^'» -§-K>P)V* 

20 A75H3 0mL»U ^yJV7D=h*l. 62mL, »'J^A6. 
1 4g&tf£5 J fb:2j , J>?A2 2 6mgm, 7J^>^1^T8 0CICT7 

g$i/UAy;^7A^n7h^7>f- : Mx^-^* 

25 » fcT««U 1- C6-*>3>/W*5>-3- (4-5"t>5>*73/- 
2, 6-^pWK7x/*->) -2-^h^->7xX;W X*/>1. 3 5g 

1 H-NMR (CDC 1 3 ) (5 ppm: 

2.01 (6H. s), 2.54 (3H, s), 4.00 (3H, s), 4.60 (4H, s), 4.97 (2H, s), 
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6.32 (1H, d. J=9. 0Hz), 6.45 (lft d. J=9.0Hz), 6.47 (2ft s). 7.22-7.38 
(15ft m) 

3 4 

1 H— NMR (CDC 1 3 ) <5 ppm: 

2.34 (6ft s), 4.59 (4ft s). 6.52 (2ft s), 7.20-7.27 (6ft m), 7.27-7.35 
(4ft m) 

10 

mmms 5 

(4-^>^I/t^>-3-fVyn^7x^) (4-$**>5W7S/ 

-2, 6-^^;w7x-;w 

N> n-v ? ^>^;W-4-3-H- 3, 5-5?*5MW7—U> 6 5 9mg 
15 *ft*f h5kKD77>5mll:**U - lOOttTl. 6M ter 
t _^jnj^AOn-'<>^>»*l. 4 4mL&Mfc. 10 
#W«#«, 4 -^>^^v- 3 -^fVyn^K>X7;Vrk H 3 9 2 

20 §t^T^^y7A«^, NtESIIU (4 -^VS^M"*^- 3 - 

;W pC^/-;i/9 6 4mg^#fco 
X H— NMR (CDC 1 3 ) 5 ppm: 

1.17-1.28 (6H, m). 2.00 (1H, d, J=4.0Hz), 2.16 (6ft s). 3.34-3. 44 (1H, 
25 m), 4.61 (4ft s), 5.05 (2ft s). 6.22 (1ft d, J=4.0Hz), 6.44 (2ft s), 
6.80 (1ft d, J=8.4Hz), 6.87-6.92 (1ft m), 7.22-7. 46 (16ft m) 

###|3 6 
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l H-NMR (CDCI3) ^ ppm: 

1.99 OH, d, 1=3. 9Hz). 2.16 (6ft s), 3.79 (3ft s), 4.61 (4H, brs), 6.2 
1 (IE d, J=3. 9Hz). 6.43 (2ft s), 6.82-6.86 (2H, ■). 7.18-7.36 (12ft 
m) 

'H-NMR (CDC 1 3 ) d ppm: 

1.96 Oft d. J=3.8Hz), 2.14 (6ft s), 4.60 (4ft s). 5.04 (2ft s), 6.17 
(1ft, d. J=3.8Hz). 6.40 (2ft s). 6. 82-6.88 (2ft m). 6. 90-7. 00 (4ft m). 
7.06 OH. d, 1=1. 1Hz), 7.14-7.38 (15ft m) 

C4-^>^;l/^*v—3- (4-7h7kKDt:7-^-» 7x~;W 
: H — NMR (CDCI3) <5 ppm: 

1.73-1.83 (2H, 1), 1. 89-1.96 (2ft m), 2.12 Oft brs), 2.13 (6ft s), 3. 
43-3.50 (2ft m). 3.93-3.99 (2ft m), 4.39-4.44 OH, m). 4.60 (4ft s), 5. 
07 (2ft s), 6.16 (1ft d, J=3.2Hz). 6.42 (2ft s), 6. 72-6. 76 OH, m), 6. 
84-6.86 OH, m), 7.01-7.03 (1ft id). 7.22-7.37 (13ft m). 7.39-7.44 (2ft 
m) 

###13 7 

4 _ [4 _^ >i ;;i / ^.>-3_ ( 4 -7jVtn7x;^-» 7i/^» - 

3, 5-^^;^bn^>if> 

4-^>>?;i/^'>-3- (4-7JWP7x/^» 7i;-JH4 1m 
g i4-//DD-3, S-^^^-hn^^^l 0 lmg£N, N-v** 
^;W7-fehT5 H3mL»U ^m*U^Al 8 8mg£iH;L T;U=f> 
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mt, ffi&mwv. n^ntzm.^)wmm^^vif : 7y^- (mm 

5 (4-7MD7i^'» 7x;^» -3, 5-^^)V^bU<>i£> 
1 2 7mg£#fco 
1 H — NMR (CD C 1 3 ) 6 p pm : 

2.20 (6H. s), 5.01 (2H, s). 6.36 (1H. dd, J=3. 0, 9.0Hz). 6.52 (1H, d, 
J=3.0Hz), 6. 85-6.95 (3H. m), 6.95-7.02 (2H, m), 7.17-7.20 (2H. m), 7.2 
10 3-7.31 (3a m), 7.98 (2H, s) 

###J3 8 

15 -3, 5-5?^^-hn^>if> 

1 H — NMR (CDC 1 ,) 5 ppm: 

1. 75-1. 85 (2H, m), 1.95-2.00 (2H, m), 2.21 (6H, s), 3.50-3.56 (2H, m), 
3.95-4.02 (2a m). 4.42-4. 48 (ia m), 5.04 (2ft s), 6.12 (ia dd, J=3. 
0, 8.8Hz). 6.55 (1H. d. J=3.0Hz). 6.81 OH d. J=8.8Hz). 7. 28-7. 44 (5H 
20 m). 7.99 (2a s) 

###13 9 

(4 -*y*?)Vtt s s- 3 -> f V^n \Z)V7x-)V) (4-y^>^75 / 
-2, 6-7^^7i^W *$jy 
25 ( 4 _^ y*J)\,** v- 3 —1*1/7*0 tf^7 x-JU) ( 4 - ^>i^7 5 
y-2, 6-^^7x^;W ^^;-^8 5 8mg£fi^f 1^>1 Om 

U\i)\>?z-~)\>) (4-^>^T^y-2, 6-^^7x^W 
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7>7 3 6mg» 

1 H — NMR (CDC 1 3 ) 6 ppm: 

1.25 (6H, d, J=6. 9Hz). 2.02 (6H, s), 3.39 (1H, heptet, J=6.9Hz), 4.64 

(4ft s), 5.13 (2H, s), 6.44 (2H, s). 6.85 (1H. d, J=8.6Hz), 7.23-7.45 
5 (15H, m), 7.50 (IE dd, J=2. 0, 8.6Hz). 7.91 (1H, d, J=2. 0Hz) 

###14 0 

6- [5 - (2, 6-WJl--4--fD7i;^y) -2-*V*i<"<> 
i»V} -2H-t!U^> f >-3-^> 
10 3-^OP-6- C5 - (2, 6-^5 : ;i/-4-^fD7i;^» -2 
h^i/^>^;W tf 'jyv>l. 3 7 g£IH£:2-HJ£A5 OmgM 
1 OmLm. T;i'd , >#H^T2^TO^M^L/fc. JK*jB^»fc*l 0 
mL*»^ 3 0^Fllj$Um Ifb^fl/^Tiffltfc. fiI$lmo 

15 ^>"7A1?ef^ ttJBEftttU 6- C5- (2, 6-^^;i/-4--Kn 
7x/*'» -2-^h^^>>?;W -2H-tfU^v 5 >- 3-^>2 9 0 

1 H — NMR (CDC1 3 ) 6 ppm: 

2.19 (6H, s). 3.78 (3H, s), 3.86 (2H, s), 6.50 (1H, dd, J=2. 8, 8. 8Hz), 

20 6.68 OH, d, J=2. 8Hz), 6.75 (1H, d, 1=8. 8 Hz), 6.83-6.87 (1H, m), 7.1 
4-7. 18 (1H, m), 8. 00 (2H, s) 

###!4 1 

6- (5 - (2, 6-^^^I/-4--hn7xy + i/) -2-fcFD*->^ 
25 y*?M -2H-&)y?>-3-*> 

6 — C5 - (2, 6-^5 : >-4--hD7x / /^) -2-*h*>"< 
yV)V\ -2H-fcfU^>-3-^>2 9 OmglSfll OmLI»l, 
4 8%^{b*mmi OmL^Jq^., 7^>^fflmT2B^5n^SSSEbfc. £ 
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_ C5 _ (2 , 6 -^V-4-^n7x/^) -2-kHP*^> 
5»W -2H-t! , J^>-3-^>2rl 3 9mg#fc. 
l H-NMR (CDC 1 3+CD3OD) 6 PPm: 
5 2.19 (6H, s). 3.86 (2H, s), 6.44 (1H, dd, 1-8.0. 8.8Hz). 6.61 (1H, d. 
J=3.0Hz). 6.73 (1H, d. J=8.8Hz). 6.86-6.92 (1H, ■>. 7.25-7.32 (1* m). 
7.99 (2H, s) 

#t^4 2 

10 5- (2, 6-^^-4--bD7x7^) -2-bHP^>X7 

5- (2, 6-y^JH4--hn7x7^) -2-*b*^>X7 
5 6g«^V>4 0 0mLl:« *?M»T 1 M=* 
ft*C7*©*fc^l/>»«9 5mLft«TU aflifcT2 4l«W»bfc. 

ftfe iEiib, 5- (2, 6-^-4--b07x/*-» -2- 
fc \ta^*,*yX7)V?K. F 4. 5 1 g 
1 H— NMR (CDC 1 3 ) 6 PPm: 
20 2. 23 (6H, s), 6.77 (1H. d. J=3.0Hz). 6.98 (1H. d. J-9. lib). 7.10 (1H. 
dd. 1=9.1. 3.0Hz). 8.04 (2H. s). 9. 75. (IE s). 10.72 (1H. s) 



##0!J4 3 

2-*>5W**$'-5- (2, 6-^-4--hD7x/^) 
25 XTJV^t h* 

5- (2. 6 -y^iH4^hD7x;^» -2-kHn^>X 
7;PxtH4. 85g*«*USA2. 33g£N, N-^^»M7 
5F2 5mLI:liU fcfrTiW^fc. M^^>^ D ^' 2 - 
4 0mL*«TU MT2 4«HBHWUfc. 
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-5- (2, 6-WJl'-4-r.h07x;^) ^>X7;i/xb^6. 2 
5 0 g 

1 H— NMR (CDC 1 3 ) 6 .ppm: 

2.19 (6ft s), 5.17 (2ft s), 6.97-7.15 (3H, m), 7. 30-7.50 (5ft m), 8.01 
(2E s), 10.47 (lft s) 

10 ###!4 4 

C2-^>^;W^^~5- (2, 6-^^-4-^h07x^v) 7 

*titT*&fc*V#1-hV'y&6 6 2mgSfh7kFD77>2 OmLfc 
HU 2-^>^;i/5T^'>-5- (2, 6-^>-4-^h07x;* 
15 S/) ^>X7^5*kH6. 6g£#n;L£:^ ^^/-M5mLjSTU 

U C2-^>5W**S'-5- (2, 6-^^V-4-rhD7x; + 
v-) 7x-JW ^^y-;V6. 5 0gS#fc. 
20 1 H— NMR (CDC 1 3 ) 6 p pm : 

2.21 (6ft s), 4.67 (2H, s). 5.06 (2ft s), 6.55 (lft dd, J=3. 1, 8.8Hz). 
6. 77-6.88 (2ft m), 7.31-7.47 (5ft m), 8.00 (2ft s) 

25 ##^4 4t^©7j^tck0x jKT©^tt*'&fifc^fc- 

C5 - (2, 6-'W;V-4--hD7i7^/) -2~^h^>7xX 

^-NMR (CDC1 3 ) 6 ppm: 

2.21 (6ft s). 2.28 (lft t, J=5.3Hz), 3.83 (3ft s), 4.63 (2ft d. J=5. 3H 
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z), 6.56 (IE dd, J=3. 1. 8.9Hz). 6.76 (IE d, 1=8. 9Hz), 6.78 (IE d, J 
=3. 1Hz), 8.01 (21 s) 

##$|4 6 

5 2-s<>zSM*rz/-5- (2, 6-^^-4--bn7i/^» ^> 

C2-^>^^->-5- (2, 6-^f;H4-^hn7i;*y) 
7 X -jV] ^^y-;V9 5 0mgS^XfjH-r;t/3 OmLI:» 

+ ^_ 5 _ (2, 6-^^-4-rh07x7 + y) ^>/Mn'JH8 
4 5mgSifc, 

*H— NMR (CDC 1 3 ) 5 ppm: 
15 2.21 (6H, s), 4.62 (2E s), 5.08 (2E s). 6.60 (IE dd, 1=3.1, 8.9Hz), 
6.79-6.89 (2E m), 7. 30-7.47 (5E m). 8.01 (2H, s) 

##0!J4 7 

20 5 - (2, 6 -^;H4-^bD7x/^» - 
PU H 

1 H— NMR (CDClg) 6 ppm: 

2.21 (6E s), 3.84 (3H, s), 4.58 (2E s), 6.62 (IE dd, J=3. 1, 8.9Hz), 
6.78 (IE d, 1=8. 9Hz), 6.83 (IE d, J=3. 1Hz), 8.01 (2H, s) 

25 

###14 8 

C2-^>^;W^v-5- (2, 6-WJV-4--h07x;^» ^ 
2-^>is)V**~s-5- (2, 6-^^-4--hD7i;^» * 
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JPX-TJK-ft^bT, C2-"*>$>;M**5'-5- (2, 6-i?*^JV-4 
--hD7x;^» hU7x-;i/*X^-»7A^P'J H6. 47 

5 g 

1 H— NMR (DMSO-d 6 ) 6 ppm: 

1.95 (6H, s), 4.60 (2H. s), 4.93 (2H, d, J=14. 9Hz), 6.23-6.33 (1H, a), 
6.89-7.02 (2H, m), 7.10-7.18 (2H, m), 7.27-7. 38 (3H, m), 7.46-7. 70 (1 
2H,m), 7. 79-7.92 (3H, m). 8.04 (2H, s) 

10 

##M4 9 

[5- (2, 6-^f;l/-4-Xh07xy^>') -2-*h*->^>>> 
;W h 'J 7x-MX*zi7A^ D'J H 
15 X H— NMR (CD C I 3 ) 6 ppm: 

2.03 (6H, s). 3.19 (3H, s), 5.47 (2H, d, 1=14. 4Hz), 6.50-6.54 (1H, m). 

6.64-6.67 (1H, m), 6.70-6.73 (1H. m), 7.56-7.62 (6H, m), 7.67-7. 78 (9 
H,. m), 7.90 (2H, s) 

• 

20 5 0 

4- C2-^>^;V^i/-5- (2, 6-^;<3\H'-4--hn;7x/* 
-» ^>7ijf» xh7tKPlf7> 

{2-^>^)Vt^y-S- (2, 6-^^-4--h07x7^>') 
^>5?;W h'j7x-m*-7A7D»J H5 0 OmgS^fH^ 
25 OmLlCfijB*^ SfllCT**ft;^MJ»>A3 0mg*JP^ 15^ 

mtm^tzo K^3i^(C7 i h^kHDtr7>-4-^>0. lrnLiJH*., £ 
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m : s\*ii->-mmx^ji>) rmmv. 4- [2-^>^:t=^>-5- (2, 

0 2mg§#fc. 

1 H — NMR (CDC 1 3 ) 6 ppm: 
5 2.21 (6ft s), 2.31-2.44 (4H, m), 3.61 (2H, t. J=5.5Hz), 3.75 (2H, t, J 
=5. 5Hz), 5.03 (2H, s), 6.33 (1H, s), 6.47 (1H, dd, J=3. 1Hz, 8. 9Hz), 6. 
60 (1H, d, J=3. 1Hz), 6.80 (1H, d, J=8.9Hz), 7.26-7.48 (5H, m), 8.00 (2 
H, s) 

10 ###!5 1 

5 o tm u<D%m\z& v , &rf<D^^^vrz B 

4- [4-*h^>-3- {2-*Y**sZ?\))V) -3, 5- 

*H— NMR (CDC 1 3 ) <5 ppm: 

15 2.00 (6H, s), 3.69 (3H. s), 3.83 (3H, s), 6.17 (1H. d, J=3.0Hz), 6.63- 

6.75 (5H, m), 6. 80-6.84 (1H, m). 6. 93-6.98 (1H, i). 7.11-7.16 (1H, m), 
7.81 (2H, s) 

#%#|5 2 

20 4- (4-757-2, 6-^^7i;+>» -2- [2- (3-fb7 

7;W^u;PhU7x-;^x^-^^yo5 K3 7 6mg§fh7t Kp^ 
^>2 OmLIM$t, iSCTt e r t -7 U «7A 1 1 2mg£ 

soAs 1 5ftmm&vtc. Kfom&mz 2 -^>>mm-^>- 5 - (2, 6 - 

25 -WJl/-4-zhD7i;^» ^>X7;PrhH2 5 0mg$M, M 
ffi^Lfco #e»n^S^^U*y;^^A^n-7h^^7^- (^m 
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T%j£i?2 4m®mftLtc, ^mm**^ zmm&mmv, nzntzm 

5 ;V) TilUT, 4- (4-7$;-2, 6-^^7x7^) - 2- 
[2- (3-fh7kHn77r.JW x^;W 7i;-JH2 0rag» 
1 H — NMR (CDC 1 3 ) 5 p pm : 

1.48-1.74 (3H, i), 1.98-2.12 (7H, m), 2.14-2.27 (1H, m), 2.48-2. 66 (2H, 
m), 3.33-3. 42 (1H, m), 3.53 (2H, brs), 3.69-3.79 (1H, m), 3.81-3.96 (2 
10 H, m), 5. 05-5.30 (1H, i), 6.32 (1H, dd, J =2. 8, 8. 7Hz), 6. 39-6. 52 (3H, 
m), 6.60 (1H, d, J=2. 8Hz) 

###15 3 

4- (4 >>W:fr+ 3-- (yfu&ly^-JUXfryy-fr) -3, 
15 5-y^?;i/7-iJ> 

2, 6-v?^^P-4-xhP^>1f>5 1 ^-;i/6. Og, ^V?7)Vy>ru 

frvmifx (4-s<>p)V**zs-3-' ry7 p Dtr;P7xx;w) h-kx^a 

28. 3g, «2. 7 1 gSr^MKT&fc^l^l 0 OmLCli^t, 
M^ThUx^;i/75>6mL$jD^, gMKT5 BTO#Lfc. 
20 3cU 3$££MJEg*SLfc. ^ftfcgs&fcSmx? 1 ;^ 0 OmLCSii, 
1 mo 1 /L^m, 1 m o 1 /L*$Hb:J- h U r?A7j<^ ^fP^*^ h 

■ m&mmh. x;p7 7x;m$£#£o %t>titcx)V7 7-)vw*x.? / 

-JH 0 0mL«X^2 OmLOiMlUMl. tJO£T1 0%/1^ 
25 >"^A^M^2. 0 g *Wm\ZftftTM7L. ^fCT7Km#ffl^,T^flET2 

4B#K^ufc. -mmtthmt. ^m^m&mmv, #e»n^s*^x 
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4- (4-^>^)Vt^ 5 y-3— 1 V^u\dJV7x=L)V7,)Vyr^)V) -3, 
l H-NMR (CDCl 3 ) 6 ppm: 

1. 16 (6H, d, J=6. 9Hz), 2.34 (6H, s), 3.32 (1H, heptet. J=6. 9Hz), 3.67 
5 (2ft brs), 4.98 (2H, s), 6.49 (2H, s), 6.57 (1H, dd, J=2. 0, 8. 5Hz), 6. 
70 (ia d, J=8. 5Hz), 6.96 Oa d, J=2.0Hz), 7.26-7.50 (5a m) 

###15 4 

Z-^ZU^isfy- 1 - (5 - (2, 6-^;i/-4--hD7x; + 
10 *s) -2-kFP^>7x-JW x^/> 

2 -^^7U^-y)V- 1 - C5- (2, 6-^fJh4-^hD7i;t 
~» -2-^ h^'>7o:-;W X^7> 

3, 5-^^^-4- (4-* h^>7i;^» - hD^>if> 5. 

15 *#mpTvmfc?9>iomLmTvit. 7^>*wtssi: 

20 UiLfe77^'>3>«fcO 0. 6 9 802-^0^^-1- C5- (2, 
6-^^-4--h07x7^» -2-tH04 ; '>7x-;W X^/> 
«JC»ffll/fc79^'>a>J:0 2. 7 4g0 2-~>7OA^>;P-l- 
[5- (2, 6-^^-4--h07xy^» -2-^f^>7x- 
;W X* 

25 2 -v' 1 7P^\^'>;i'-l- C5- (2, 6-7^-4-nhD7x;^ 

v0 -2-th , D+->7xrji/) x^y> 

1 H— NMR (CDC 1 3 ) (5 ppm: 

0.77-1. 35 (5a m). 1.60-1.95 (6a m), 2.23 (6a s), 2.67 (2a d, J=6. 7 
Hz), 6.84-7.00 (2a m). 7.07 (ia d, J=2. 6Hz), 8.04 (2a s), 12.07 (ia 
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s) 

2-->^D/\*5/;i/-l- C5- (2, 6-^fjV-4--hD7x; + 

^-NMR (CDC1 3 ) « ppm: 

5 0.88-1.35 (5ft m), 1.45-2.00 (6ft m), 2.20 (6ft s), 2.81 (2ft d, J=6. 7 

Hz), 3.86 (3ft s), 6.82 (1ft dd. 1=3.1, 9.0Hz), 6.87 (1ft d, J=9. 0Hz), 
7.01 (1ft d, J=3. 1Hz). 8.00 (2ft s) 

##09 5 5 

10 5 4 tmnv>jjmz£ o , ^KTo^m^^t^ 

(5- (2, 6-^^^-4-^bD7x;^» -2-^h^->7x- 
;W (2-^h^y7x^) 
1 H— NMR (CDC 1 3 ) 5 ppm: 

2.22 (6ft s), 3.60 (3ft s), 3.66 Oft s), 6.77-6. 84 (2ft m). 6.88-6.93 
15 (2ft m). 6. 96-7.03 (1ft m), 7.40-7.47 (1ft m), 7.51-7.55 (1ft m), 7.9 
9 (2ft s) 

##M5 6 

[5- (2, 6-^V-4-^bn7x;^» -2-tFo^>7xr 
20 ;W (2-^h^>7x^W 

C5- (2, 6-^l'-4-^hn7x;^» -2-kFo^y7x- 
)V\ (2-kFn^>7x^V) 

[5- (2, 6-^^-4-^hD7x/^» -2-^K^>7x- 

25 **U *»T 1 M=«flJ*f 1 2mL*«Tl/fc«» 
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fcTl»«U C5- (2, 6-^^-4-^hn7x/^» -2-bH 
D^->7z-;W (2->lh^>7xZjW C5- (2, 6-^* 

7i-;V) (3 8:6 2) 14 8mg*#t. 

C5- (2, 6-WJl'-4-Zb07x;^» -2-tHD^>7i- 
;W (2-^h^>7x^V) 
1 H— NMR (CDC1 3 ) <? ppm: 

2.23 (6H, s), 3.73 (3H, s), 6.72 (1H, d. J=3.0Hz), 6. 78-6.86 (2H, m). 
6. 87-7.05 (2H. m). 7.27-7. 32 (IE ■). 7. 43-7.53 (1H. m), 8.00 (2H, s), 
11.99 (1H, s) 

C5- (2, 6-7^-4--bn7z/^) -2-tFn^>7xZ 
)V) (2-kKD^>7x-Jk) 
1 H — NMR (CDC 1 3 ) 6 ppm: 

2.23 (6H, s), 6. 77-6.92 (2H, 1). 6.95-7. 06 (3H, m), 7.39-7.54 (2H, m), 
8.00 (2H, s), 10.08 OH, s), 10.60 (1H. s) 

##005 7 

g-^OA^v'JV-l- (5- (2, 6-^fJH4-^hD7x^ 

2-5/^D^->;i/-l- C5- (2, 6-^fiV-4--hD7x; + 
*,) -2-^ h^«>7x-JW X#/>2. 6 2g=£I^5 : I/>10 0mL 
Mi^T 1 MHf {^^^Offib/fl^^ 1 3. 2mLSr^ 

mum ^mm^x, mmx^vrmmvrzo mmm^mitm^k 

»U *J«*7**5/*AT*IMfc «BE«»U 2-^^D^^-l 
- C5- (2, 6-^?;V-4-Zfn7x/^» -2-kHD^>7x 

x;W x^y>2. 4 5g§^, 

1 H — NMR (CDC 1 3 ) <5 ppm: 
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0.77-1.35 (5ft m), 1.60-1. 95 (6ft m), 2.23 (6ft s), 2.67 (2ft d, J=6. 7 

Hz), 6.84-7. 00 (2ft m). 7.07 (lft d, J=2. 6Hz), 8.04 (2ft s). 12.07 (lft 
s) 

5 ##0!I5 8 

2- (2-->^P^->;i/X^;P) -4- (2, 6-^^-4--hD7 

2-->^D^->;P-l- £5- (2, 6-> ? ^5 1 ;V-4--hD7xy4 1 
-2-tHD^>7i-JH X^/>2. 6 0 g£i£ft;*3^>5 OmL 
.10 ^M^TbU7;^nff^l OmL^b<JI^>7>5. 

5mL$jlTU, ^(CT2 4l^r B m#Ufco £J&g£#l£7.|<Tf&$5U 

15 U 2 - (2-'>^D^~>;i/X5 1 ;i/) -4- (2, 6-v^3Ml/-4- - b 
P7i/+y) 7i/-;i/2. Og£#7t. 
1 H — NMR (CDC 1 3 ) 5 p pm : 

0.80-1.01 (2ft m), 1. 07-1.35 (4ft m), 1.37-1. 50 (2ft m), 1.57-1. 80 (5ft 
m), 2.21 (6ft s), 2.45-2.60 (2ft m), 4.56 (1ft s), 6.39 (lft dd, J=3. 0. 
20 8. 6Hz). 6.53 (lft d, J=3. 0Hz), 6.65 (1ft d, J=8. 6Hz). 8.00 (2ft s) 

5 9 

4- (2, 6-^f;i/-4--hD7i/^» -2- (2- (4-fh7 
25 fcHDtf^x;V) X^;W 7x/-Jl/ . 
1 H — NMR (CDC 1 3 ) 6 ppm: 

1.27-1.38 (2ft m). 1. 47-1.56 (3ft i), 1.61-1.68 (2ft m), 2.21 (6ft s), 

2. 53-2.60 (2ft m), 3. 32-3. 40 (2ft m), 3.93-3. 99 (2ft m), 4.62 (1ft s), 

6.38 (1ft dd, J=3. 0, 8. 6Hz), 6.56 (1ft d. J=3.0Hz), 6.63 (1ft d, J=8. 
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6Hz), 8.00 (2H. s) 
##0iJ6 0 

1- ce-^o^w^^-a- (4-^>^;v7^/-2, 6-?*^ 

77>10 0mL»U 7)VJ>B®i*rF-7 S'CKTl. 14M*3^ 

m&mmv. 2- c6-^>^^^>-3- (4-$^>>>;v7i=/-2, 

6 _c;^^; V7x /^.>) -2-^h^>7x^JW ^n;i>-2-^—;H. 
15 3 7g£#fc 0 

! H-NMR (CD C 1 3 ) 5 p pm : 

1.72 (6H, s). 2.02 (6H, s), 4.03 (3H, s), 4.61 (4H, s), 5.00 (2H, s), 
6.25 (1H, d, J=9.1Hz), 6.47 (2H, s), 6.53 (1H, d, J=9. 1Hz), 7.22-7.42 
(15H, m) 

20 

###|6 1 

Nj N -^>i?;p- C4- (4-^>^;V^^-3—fV7 p n^x;i,-2 
.-^^'>7i/^» -3, S-V*?M 7X'J> 

2- C6-^>^;i/^'>-3- (4-5^>SW7S/-2, 6-^*^ 
25 ;i/7x/^» -2-^h^>7x-JW 7 p PA>-2-^-;H. 3 7g£ 

2 mo l/LTK^b^hU^ATKM, ISfP^TKTJi^^ U 
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Vfr- C4- (4-^>^M^>-3-i > V7 t n^-;l/-2-^h+i/7x 

-3, 5-*?*?M 7-U>8 9 8mg^#fc. 
X H— NMR (CDC 1 3 ) 6 ppm: 
5 2.03 (6H, s), 2.12 (3H, s), 3. 95 (3H. s), 4.60 (4a s). 4.97 (2H, s), 
4.99 (IB. s). 5.35 (1H, s), 6.22 (1H, d, J=9. 0Hz), 6.44 (1H, d, J=9. OH 
z), 6.47 (2H, s), 7. 23-7. 44 (15ft n) 

##$16 2 

10 4- (2, 6-^^-4-Zhn7i/^» 7x7-JP 

4- (4-^h^>7i;+y) -3, 5-y/^-hn^>f>2 0 3 
mg«^fl/>2 5mL»U - 7 8 *C£T 1 M=£kfc*Vm<Dl&{k 

fc*5 OmLfciJQ;^ l^m^Ufc^, £j&jg^£^b*^>TttmL 
15 &. W^M^^^Tfc^hU^A?^^^^^*©! : lg£»»t*l? 

^l/>£^*1*>(;rCi£§||ft;U 4- (2, 6-^^-4--hD7xy 

7xy-^8 4mg^ffc. 
'H-NMR (CDC1 3 ) 6 ppm: 
20 2. 21 (6ft s). 4.49 (1H. s), 6. 58-6.65 (2H, m), 6. 72-6.78 (2H. m), 8.00 
(2H, s) 

##0U 6 3 

3- [3- [4- (2, 6-y^Jl/-4-^hD7x;+y) 7x/ + y^ 

25 j-m 7x-;w r^y;i/$^?Mi/ 

4- (2, 6-y^Wl/-4-^hD7i;^y) 7x/-;W4 0 Omg £ 
3-yp^e-3- (3-7*D ; E^^7x^) 7n¥*ym*^)V5 1 4m 
g§7th>4 0mL»U £*ll#y*£7 0 Omg£2j0;L> 3 Bft&bnfft 
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mkx-^v-^-v-y) \zxmmv. s- C3- u- (2, 6-v*?)v- 

5 4mg&lfc. 

1 H — NMR (CDC 1 3 ) 6 ppm: 

2.21 (6ft s), 3.81 (3H, s), 5.02 (2ft s), 6.46 (lft d, J=16.0Hz), 6.65 
-6.80 (2ft m), 6. 85-6. 90 (2ft i), 7.37-7.50 (3ft m), 7.57 (IE brs), 7. 
70 (1H, d, J= 16.0Hz), 8.00 (2ft s) 

10. 

6 4 

3- C3 - C5 - (2, 6-W^-4-ZhD7i;^» -2-hKa 

3- C3 - C4- (2, 6-^JI/-4--hD7i;^^) 7x/^> 
15 jjt^;W 7x-;W 7^ UM^^l/6 0 0 mg II h U 7iVtnSt 4mL ^ 

^TatBbfc. WflUifc'&to-fr, ffi»Aifcfc-cife»u i«7^i/7 

20 -f- (»aj*«t : »»X5 i ^-'s^» fcT»«U 3- C3- (5- (2, 
6-^fJV-4-~hD7x;^J/) -2-kKn^M>'7M 7xX 
M 7i"JJHt^^V2 0 4mg*Hfc. 
1 H — NMR (CDC 1 3 ) 5 ppm: 

2.19 (6ft s), 3.81 (3H, s), 3.94 (2ft s), 6.38 (1ft d, J=16.0Hz), 6.45 
25 (1ft dd, J=3. 0, 8.7Hz), 6.56 (1ft d, J=3. 0Hz), 6.68 (1ft d, J=8. 7Hz), 
7.18-7.40 (4ft m), 7.64 (1ft d, J=16.0Hz), 7.98 (2ft s) 

###J 6 5 

3- C3- C5- (4-75/-2, 6—P*?-)V7x.;*F5/) -2-hh'D 
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7xx;W 7uld*>Wi 
3- (3- C5- (2, 6-W;H4--bD7i/^» -2-fcF 
D*3"<>S»M 7x-M 7^UM^2 04mg*fh7kl < D77 
>3 OmLlli^U 2mo l/L7KMb^-bU^A7K^2mL»^ T 
5 ;Wzf>£B»T5 0t3K:THftft#Lfc. EJ*«£* #e>nfc 

T'ft^U *7K«tt^^->9AT?«#«» *ffi»lfU 3- (3- [5- 

(2, 6 -^^-4--bD7x;^» -2-kHD^>wJW y 

xx;M 79V)VBL1 9 8mg» #&n&3- C3- C5- (2, 6- 
*UJW*fcJ8V>, TC©##«6 6fcW*©*tfefc^0» 3- C3- [5- 

X H — NMR (CDC1 3 ) <5 PPm: 

15 2. 00 (6H, s), 2.57 (2H, t. J=7. 8Hz). 2.88 (2H, t, M. 8 Hz), 3.87 (2H, 

s). 6.42 (2H, s), 6. 43-6.48 (2H, ■>. 6.66 (1H, d. J =8. 7Hz), 7.00-7.05 
(3H, m), 7. 15-7. 19 (1H, m) 

##056 6 

20 4- (4-7S/-2, 6-^^Wx/^^) -2- (4-fb?tKn 

4 _. C2-^>^^^-5- (2, 6-5?^-4-^bD7x; + 
$✓) ^>y'Jr>] f h7t F0^7>2 0 2mg*X^/-M OmL, 

25 g fcfcBfcJWTiO*.. MIICT*Sl»HftT*ffT2 4P»IRHtt*l/fc. 

***** *tt*W£»*u #e>nfeB^^u*^^7A^D^b^ 

77^- (ftffljWtir^lJ-^-BWx^W 4- (4-7S/~ 

2, 6-^^7xy^y) -2- (4-xh7bHnt^x;M^) 7 
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X H-NMR (CDC 1 3 ) <5 ppm: 

1.26-1.41 (2H, m), 1.49-1.61 (2H, m), 1.74-1.88 OH m). 2.03 (6H, s), 
2.42-2.52 (2H, m), 3.26-3.40 (2H, m), 3.55 (2H, brs), 3. 89-4. 00 (2H, 
m), 5.30 (1H, brs), 6.31 (1H, dd, 1=3.0, 8.6Hz), 6.39-6.48 (3H, m), 6. 
5 56 (1H, d, J=3. 0Hz) 

###16 7 

1- C5- (4-75/- 2, Q-iS*?A7 x.;*r*s) -2-kHD^>7 

10 -2-^a^'>;wx^y> 

^-NMR (CDCI3) 6 ppm: 

0.75-1.38 (5H. m). 1. 45-1.95 (6H, m), 2.04 (6H, s), 2.67 (2H, d. 1=6.7 
Hz), 3.54 (2H, brs), 6.44 (2H, s), 6.87 (1H. d, J=9.0Hz). 6.94 (1H, dd. 
J=2.9, 9.0Hz), 7.07 '(1H, d. J=2. 9Hz). 12.00 (1H, s) 

15 

4 _ (4-75/ -2, 6-^^7i/^) -2- (2 
1 H— NMR (CD C 1 3 ) d ppm: 

0. 85-0.98 (2H, m), 1.08-1.33 (4H, m), 1.40-1. 50 (2H, m), 1.59-1.81 (5H, 
20 m), 2.03 (6H, s), 2.48-2.58 (2H, m), 3.50 (2H, brs), 4.52 (1H, brs), 6. 
38 (1H, dd, 1=3.1. 8.6Hz), 6.42 (2H, s). 6.56 (1H, d. J=8. 6Hz), 6.58 
(1H. d, J=3. 1Hz) 

4- (4 _ 7 ^y-2, 6-^7i/^» -2— rV^Dtf;W-3- 

25 ^h^i/7x/-;i/ 

X H— NMR (CD C 1 3 + CD3OD) d ppm: 

1.39 (6H, d, 1=7. 1Hz), 2.05 (6H, s), 3.55 (1H, heptet, 1=7. 1Hz), 3.96 
(3H. s). 6.02 (1H, d. J=8.8Hz). 6.24 (1H. d, J=8. 8Hz). 6.47 (2H, s) 
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4- [4-*h*->-3- (2- (2-^h^7i-iW X^;M 
>0 -3, 5-3>jWV7XU> 
X H— NMR (CDC 1 3 ) 6 ppm: 

2.01 (6E s), 2. 80-2.90 (4E id), 3.48 (2H. brs). 3.75 (3E s). 3.80 (3 
5 H, s), 6.41 (2H, s), 6.44 (1H, dd, 1=3.1, 8.8Hz), 6.59 (IE d, J=3. 1H 
z). 6.67 (IE d, J=8.8Hz), 6. 82-6.85 (2H, i). 7.03-7.06 (IE m), 7.12- 

7.18 (IE m) 

(4 _ T ^ / _2, 6-^^7i^) (4-kFn*->-3— <V^P 

io tf;W7x^;W **y> 

'H-NMR (CDC 1 3 ) 6 ppm: 

1.22 (6H, d, J=6.9Hz), 2.03 (6E s), 3.25 (IE heptet, J=6. 9Hz). 6.40 
(2E s), 6.64-6. 68 (IE n0, 7.34-7.41 (IE m). 7.81 (IE brs) 

15 4- (4-757-2, e-ittf-JVOPM - 2 — (y^WfdJVyx/ — 
)V 

X H — NMR (CDC1 3 ) 6 ppm: 

1.19 (6H, d. J=6.9Hz), 2.15 (6E s), 3.08 (2E brs), 3.21 (IE heptet, 
J=6.9Hz), 3.86 (2H, s), 6.45 (2H. s), 6.51-6.59 (2E m), 6.89-6.92 (1 

20 E ra) 

4 _ (4-^b^^>^) -3, 5-v^W^'J> 
1 H— NMR (CDC 1 3 ) a ppm: 

2.14 (6H, s), 3.48 (2E brs), 3.76 (3E s), 3.88 (2E s), 6.43 (2E s), 
25 6. 74-6.78 (2E m), 6.90-6.93 (2E m) 

4- (4_7 5 y-2, 6-y7^7i^y) -2- (4-7MD7i 
X H — NMR (CDC 1 3 + CD3OD) 6 ppm: 
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2.00 (6H, s). 6.34-6.41 (2H, m), 6.37 (2H, s), 6.86 (1H, d, J=8.7Hz), 
6.93-7.05 (4H, m) 

4- (4-757-2, 6-^5 1 ;i'7x;*>') -2- (4-f h7tFn 
*H — NMR (CDC 1 3 ) 6 ppm: 

1. 73-1. 83 (2H, m), 2. 01-2. 07 (2H. m), 2. 04 (6H, s), 3. 53 (2H, brs), 3. 
53-3.60 (2H, m), 3.95-4.00 (2H, m), 4.38-4.46 (1H, i), 5.24 (1H, brs), 
6.14 (1H, dd, J=2.8, 8.7Hz), 6.14 (2H, s), 6.49 (1H, d, J=2.8Hz), 6.7 
10 5 (1H, d, J=8.7Hz) 

4- (4-7S/-2, 6--J^^)V^>i>)V) -2- (4-^h7tHntf 

'H-NMR (CDCI3 + CD3OD) <5 ppm: 
15 1.72-1.80 (2H, m), 1.97-2.04 (2H, m). 2.14 (6H, s), 3. 48-3.57 (2H, 1), 
3.85 (2H, s), 3.93-4. 00 (2H. m), 4.33-4.60 (1H, m), 6.45 (2H, s), 6.4 

5- 6.50 (1H, m), 6.54-6.56 (1H, m), 6.76-6.80 (1H, 1) 

6 8 

20 1- (4-757-2, 6-> ? ^5 1 ;P7xy^» - 4 -^>^;k**->- 5 , 
6, 7, 8-fh7kHPWl/> 

l-^>$W:j-*5/-4- (2, 6-y/fJV-4--hP7x;^y) - 
5, 6, 7, 8-^b^t FW)-7?U>1 5. 5mg^/-JV5mL, 
f h 7 k h* D 7 7> 1 mL (DJIMtMb, 0%fi^mMS5 

25 mg^0fc^^T^, ^(CT7jc^#ffl^T^£ET2 4^r^^^^. ^ 

^77-f- (^tb^ : A^>-^X^;V) T*flSU 1- (4-75/ 
-2, 6-S^3MK7x/^5/) -4-^>^^^-5, 6, 7, 8 -7* 
h^fcFo±7^l^>l 4. OmgSifc. 
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l H-NMR (CDC 1 3 ) <5 ppm: 

1. 70-1. 94 (4H, m), 2.04 (6E s), 2. 68-2.95 (4H, in), 3.47 (2H, s). 4.96 

(2H, s), 6.02-6.12 (1H, m), 6.38-6. 54 (3H, m), 7. 20-7.50 (5H, m) 

5 6 9 

4- (4-^>>?;i/^v'-3--rvyptf;i/7x74 ; >') -2, 3, 5-b 

X H-NMR (CDC I 3 ) 6 ppm: 
10 1.21 (6H, d, J=6. 9Hz), 3.37 (1H, heptet, J=6. 9Hz), 4.19 (2H, brs), 5.0 
K2H, s), 6.42 (1H, dd, 1=3.1. 8.8Hz). 6.76 (1H, d, J=8.8Hz), 6.82 (1H, 
s), 6.88 (1H, d, J=3. 1Hz), 7.29-7.47 (5H, n0 

4- (4-^>^;^^->-3— fV^Dt!Jl/7iy*y) -3, 5-z?7u 
15 ^ET~V> 

1 H— NMR (CDC 1 j) 6 ppm: 

1.21 (6H, d, J=6. 9Hz), 3.37 (1H, heptet, J=6. 9Hz), 3.71 (2H, brs), 5.0 
K2H, s), 6.45 (1H, dd, J=3. 1, 8. 9Hz), 6.77 (1H, d, J=8. 9Hz), 6.85 (1H, 
d, J=3. 1Hz), 6.90 (2H, s), 7.28-7.46 (5H, m) 

20 

4- (A-KyVMtris-Z-' i ^/ -2, 3, 5~h 

1 H — NMR (CDC 1 3 ) <5 ppm: 

1.19 (6H, d, J=6. 9Hz), 2.03 (3H, s). 2.05 (3H, s), 2.08 (3H, s), 3.36 
25 (1H, heptet, J=6. 9Hz), 3.46 (2H, brs), 4.99 (2H, s), 6.33 (1H. dd, J=3. 
0, 8. 8Hz), 6.46 (1H, s), 6.72 (1H, d, J=8. 8Hz), 6.80 (1H, d, J=3.0Hz), 
7. 27-7.46 (5H, m) 



4- (4-^>vUM-*5/-5, 6, 7, 8-fb7bH0-l-t7W 
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-2, 3, 5-HJ*nDT-U> 
1 H— NMR (CDC1 3 ) 6 p pm : 

1.75-1.88 (4H, m), 2.74-2.80 (2H, m), 2. 87-2. 95 (2H, m), 4.18 (2H, s), 
4.98 (2H, s), 6.10 (1H, d, J=8. 8Hz), 6.52 (1H, d, J=8. 8Hz), 6.82 (1H, 
5 s), 7. 28-7.45 (5H, m) 

6- (5- (4-757-2, 6-^^7i;^'» 
>5>M - 2H- 3 
1 H — NMR (CDC 1 3 + CD3OD) 6 ppm: 
10 2.01 (6H, s), 3.84 (2H, s), 6.43 (2H, s), 6.50 (1H, dd, J=3. 0, 8.7Hz), 
6.55 (1H, d, J=3.0Hz), 6.70 (1H, d, J=8. 7Hz), 6.86 (1H, d, J =9. 7Hz). 
7.26 (1H, d. J=9.7Hz) 

4- (4-757-2, 6-y7^7x7^y) -2- (2 - (4-f b7 

15 tFnt^rjiO x^;W 7x/-jv 

1 H— NMR (CDCI3) 6 ppm: 

1. 23-1.35 (2H, m), 1. 45-1. 55 (3H, m), 1. 60-1.68 (2H, m), 2.04 (6H, s), 

2.52-2.58 (2H, m). 2.73 (2H, s), 3.31-3.40 (2H, m), 3.91-3.98 (2H, m), 

6.39 (1H, dd, J=3.0, 8. 7Hz), 6.44 (2H, s), 6.54 (1H, d, 1=3. 0Hz), 6.5 
20 9 (1H, d, J=8. 7Hz) 

4- (4-^>^^->-3— i'yyDtf;i/7xy^-» -3, s-v*^ 

1 H — NMR (CDC1 S ) <5 ppm: 
25 1.19 (6H, d, J=6.9Hz). 2.04 (6H, m), 3.36 OR heptet, J=6.9Hz), 4.99 
(2H, s), 6.38 (1H, dd, J=3. 0, 8.8Hz), 6.42 (2H, s), 6.73 (1H, d, J =8. 8 
Hz), 6.79 (1H, d, J=3. 0Hz), 7. 23-7.48 (5H, m) 



mmm 7 0 



WO 01/85670 



PCT/JP01/03499 



69 



N- [4- (4 -^>^M*'>- 3 V^nH^7i/*'» -3, 5- 

4- (4-^>^;p^->-3— rvyDfcr>7xy^'» -3, 5->>* 

^;P7nU>l. 3 7 g^m\:^U>3 0mLfc»j|U tfU^>0. 0 7 
5 6 mL M^Ti'PnMi^O. 0 4 7mL£SrFU 3B# 

<<- mmmm : ^-v-y-mmxrw ict*»§su n- C4- u-^> 
io 3 rv^ntr;v7x7^^) -3, s-s^m^xx/w % 

HlfcX^W 1 . 4 7 g £#fco 
1 H— NMR (CDCI3) 5 ppm: 

1.19 (6H, d, J=6.9Hz), 1.32 (3H. t. J=7. 1Hz), 2.11 (6H, s), 3.37 (1H, 
heptet, J=6.9Hz), 4.23 (2H, q, J=7. 1Hz), 5.00 (2H, s), 6.35 (1H, dd, J 
15 =3.0, 8. 8Hz). 6.50 (1H, brs). 6.73 (1H, d. J=8. 8Hz), 6.78 (1H, d, J=3. 
OHz), 7.11 (2H, s), 7.23-7.48 (5H. m) 

7 1 

N- [4- (4-^>> 5 ;M-*>'-3-- rvyD^7iy+*» -2-7)V 
20 3-D- 3, 5-^^7xr;W #;WU frx^ 

n— [4- (4-^>>>;m-^>-3-' ry^ptf;P7x7^-» -3, 5 

— 7^^;P7xX;W *;i/A , 5HfXf;W4 3. 6mg£l, 

l^>5 0mLt»j|U N-7;i/^"0-6- (hU7MD^^) tfUv 

25 JnJUJtSELfc. ^&g"&$!»tgi?2 OmLSrftlX., HBtx^Tl* 

M*5/iJ*y;W7A^n7h^77^- : 
»»x^;w i:tiS!t, N- C4- (4-^>s?;^^->- 3— fy^ntr 
;i/7x/*-» -2-7;^p-3, 5-^^Wi-JW #;i7t$Fifex 
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4 OmgSlfe. 
X H— NMR (CDC 1 3 ) 5 PPm: 

1 19 (6ft d. J-6.9HZ), 1.34 (3ft t, 1=7. 1ft). 1. 96-2. 20 (6ft ■>. 3.36 

(1ft heptet. 1=6. 9ft). 4.26 (2ft Q, 1=7. 1ft). 5.00 (2ft s). 6.34 (1ft 
5 dd, J=3.1. 8.8Hz). 6.66-6.84 (2ft ■). 7.16-7.53 (5ft ■). 7.73-7.92 (1ft 

'j 2 

4- ( 4 -^^-3-^^D^7xy^) -2-7)^P- 

10 3. 5-^^W-'J> 

N _ C4- (4-^>^^-3-<V^DtfJV7xy^» -2-7 

_;H OmLMU lmo 1 /L*SKW h U *A*iM8mL*iD*> 
BOWMBWUfc. J^«te***T!»*U 
15 fc^^^**-**** wawru 

» txiMiu 4- (4-^^>-3^vypWx;^) 

-2-7J^a-3, 5-^^7=U>20 0mg*»fc. 
1 H— NMR (CDC 1,) <5 PPm: 
20 1 19 (6ft d. 1=6. 9ft). 1.93-2.10 (6ft m), 3.36 (1ft heptet. 1=6. 9ft). 
3 57 (2ft brs). 5.00 (2ft s). 6.36 (1ft dd. 1=3.1. 8.8ft). 6.51 (1ft d. 

1=9. 9ft). 6.73 (1ft d. J=8.8ft). 6.77 (1ft d. 1=3. 1ft). 7.20-7.54 (5ft 

m) 



25 ##0U7 3 

(4-7S/-2, 6-^Wx^V) (4-^>^*^-3-fV 
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*}<rFW*fe5'£ A 9 9 m g fOvMl^P 5 F 3 6 ti L SflD*., T;Vrf># 
1 H — NMR (CDC 1 3 ) 5 ppm: 

1.24 (6H, d, J=6.9Hz). 2.04 (6H, s). 3.39 (IE heptet, J=6.9Hz), 3.66 
(2H. brs). 5.13 (2H, s), 6.39 (2H, s), 6.83-6. 88 (IE ■>. 7.32-7. 44 (5 
E m), 7.48-7. 53 (IE m), 7.88 (IE brs) 

10 

#^7 4 

2, 2, 2-h'J7MP-N- C4- (4-*M l 5'"0'S>;W -3, 5- 

4 _ (4-^ h^^>>?;W) -3, 5-^^T=U>6 6 2mgSt 
15 4k*?U>3 0mLt»*U fcTU5?>2 6 6 a L £iOx.fc^> 3K»TK:Th 

U 2, 2, 2-HJ7JU*D-N- (4- (4-* h*5"S>5W> -3, 
20 7th75H8 3 6mg§#^ 

1 H— NMR (CDClj) (5 ppm: 

2.25 (6E s), 3.76 (3E s), 3.97 (2E s), 6.75-6.83 (2H, m), 6.86-6.92 
(2E m). 7.27 (2E s). 7.73 (IE brs) 

25 ##037 5 

2, 2, 2-bU7>W*D-N- C4- (3- (4-7/Wn*>!Af/W - 
4-fcFD*$"*>$>/M -3, 5-^f;V7x-;W 7irh75K 
2, 2, 2-h'J7MD-N- C4- (4-^h*^>^) -3, 5 
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>-l»X^) tCTfllll/T% 2, 2, 2-h»J7^*n-N- C4- C3 
- (4-y)V*U^> % M)V) -4-hHP^^>> ? >'W -3, 5 
)V7x.~)V) 7th75M8mgSHfc. 
1 H — NMR (CDC 1 3 ) <5 p pm : 
10 2. 22 (6H. s), 3.94 (2H, s), 6.98 (1H, d, J=8. 6Hz), 7.07-7. 20 (4H, m), 
7.26 (2H. s), 7.55-7.61 (2H, m). 7.75 (1H, brs). 11.68 (1H, s) 

###|7 6 

15 ;w (4-7;i'to7x^w 

2, 2, 2-hU7^*D-N- C4- C3- (4 - 7^*P^W^f >» 
-4-kFO*VW;W -3, 7-feh75M5 
mg ^ ; ^ V3mL H^U luiol/L*ifl5thyfA*j«3m 

20 #&nfc»*«:*fc:*#U Sft^?k>t«llfSLfc. MJIftMl 

h U * ***** «B***T?Wfc*»U, ****t^5/^A 
T?*«*, [5- (4-757-2. 6-e^;w^;w - 

1 H— NMR (CDC 1 3 + CD3OD) 6 p pm : 
25 2.11 (6H, s), 3.85 (2H, s), 6.42 (2ft s), 6.95 (1H, d, J=8.5Hz), 7.10- 
7.17 (2H, m). 7.16 (1H, d, 1=2. 0Hz), 7.22 (IE dd. J=2. 0, 8. 5Hz), 7.57 
-7.64 (2H, m) 



###17 7 
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4 _ (4-757-2, 6-v?^V7x^>') -2- (2-'>^D^'> 

*»T**flS*f *^bU^5. 6rag^fh7th'D77>l OmLII 
K»U 1- C5- (4-757-2, 6-y^Wx7ty) -2-fcF 
5 D^>7i-;W -2-^D^>JH^/>5 2. 3mgSll^ Ml? 

u^v*7A^n7h^77>f- mmm ^vy-mm^M 

HSU 4- (4-757-2, 6-S?>WV:7x7*>') -2 - (2-~>* 

io da+^- i - 1 Ho+yx? ;w 7x;-;V5 o. omg^lfc. 

! H-NMR (CDC1 3 ) 5 ppra: 

0.73-1.94 (13H. m), 2.03 (6H. s), 3.53 (2H. brs), 4.75-4. 93 (1H, m), 6. 
30-6.50 (3H. m), 6.50 (1H, d, J=8.6Hz), 6.60 (1H. d, J=2. 8Hz), 7.29 (1 
H,d, 1=3. 1Hz) 

15 

###| 7 8 

[5- (4-757-2, 6-7^7i;^» -2-th'D^>7x- 
M (2-/b*y7x-;W *$J> 
C5- (4-75 7-2, 6-^Wx;^» -2-kHD+y7x- 

20 ;w (2-bh , n^>7x^) t*^-^ 

C5- (2, 6-^f;l'-4--bD7xy^» -2-kPn+y7x 

-)V) (2-^h^>7x^) *$jyh C5- (2, e—^^^-4- 

zhD7x/^» -2-kFD=^7xX>lO (2-hKo^>7x-JW 
tZ/XDBte® (3 8:6 2) 1 4 8 m g £gmx3\>l/ 2 OmUC^U 
25 mfc&& (IV) 1 7 m g SrjQ^, g&£T*^flffl^TSJBE-e 2 l^f^^b 

-?h?77<<- mmmm : M^v-afcx^ (3 : d ) tratisbT, 

C5- (4-757-2, 6-^^7x/^y) -2-kFn^>7x- 
;W (2-^b^->7xZi;l/) ^^;>42mg^ C5- (4-757-2, 
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C5- (4-757-2, 6-^^^7i;^» -2-kl { D^>7i- 

;W (2 h^>7xX;W 
5 ^-NMR (CDC1 3 ) (5 ppm: 

2.05 (6H, s). 3.48 (2H, brs), 3.71 (3H, s), 6.40 (2H, s), 6.68-6.72 (1 

H, n). 6.77-6. 84 (1H, .m), 6.87-6.91 (2H, m), 6.98-7.03 (1H, m), 7.32-7. 

36(1H, m), 7.43-7.49 (1ft m), 12.08 (1H, s) 
[5- (4-757-2, -2-tFD^>7x- 
10 )V) (2-kFn^>7x-JW *&/—)V 

J H — NMR (CDC 1 3 ) a ppm: 

2.04 (6H. s), 3.48 (2H, brs), 3.86 (1H, brs), 6.11 (1H, brs), 6.38 (2H. 
s), 6.43-6. 46 (1ft m), 6.54-6.57 (1H, m), 6.68-6.73 (1H, 1), 6.81-6.85 
(2H, m), 6.88-6.92 (1H. m), 7.18-7.26 (1H, m) 

15 

##$|7 9 

1- [5- (2, 6-W^-4--hD7x/^» -2-kh*D^>7 
X -;V0 -2- (4-Th7kKDH7^V) x^/> 

4 _ ( 4 -^^>7x;^» -3, 5-^:f;i/XhO^>if>l9 9 
20 mg^fl/>l 5mLfC^U 4 -fh7k KD tre/XJKrir^l^ 
oiJH4 7 3mg§M, B3S^^>2. 6mLSiTtfct, ^MtT2 

feo *»Ji*^to*, imo i/L&m> 7X, ^fn^TK^bU^ATKM, 

?)V> CTiiUT, 1- C5- (2, 6-^^-4--hn7x/^ 
, >} -2-kFD^>7x^W -2- (4-fh7tHDk7^) X*/ 
>£9 6mg'#L 
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X H-NMR (CDC 1 3 ) d ppm: 

1. 33-1.43 (2H, id), 1. 60-1.70 (2ft 1), 2.14-2.28 (lft m), 2.23 (6H, s), 
2. 77-2.82 (2ft 1), 3.38-3. 47 (2ft m), 3.92-3. 97 (2ft m), 6.86 (1ft dd, 
J=3.0, 9.1Hz), 6.97 (1ft d, J=9. 1Hz), 7.15 (1ft d, J=3. 0Hz), 8.04 (2ft 

5 s), 11.98 (1ft s) 

###1 8 0 

4- (4-757-2, 6-$>;WWS>$>JW -2- (4-7MD7x; 
10 4- [ (4-757-2, 6-^^^7xn;P) tHo+y^fM -2- 

(4-7Ma7x;^'» 7i;-;i/ 

[4-^>^^<>-3- (4-7^tD7i;^» 7i-;W (4- 
v^>S^757-2, 6-7^^7i-JW /^;-Jl/6 6mg§rb7 
kHn77>10mLll^U 10%/^7^7A^ii ( 5 0 %^7KiS) 
15 6 6mg£i07L, ^£T7fcS#ffl^T#£T-!!fcffi#L&o ^»£3£U 

ii:^>-lt^Xf;i/ (1:1)) {CT*i§£LT, 4- (4-757- 

2, 6-i?7^;WS>v;W) -2- (4-7JWP7x/^» 7i/- ;h 
2mgi4- C (4-757-2, 6-^^^7i-*) 

20 ;i/3 -2- (4-7^P7x/ + '» 7i;-;V3mgm 

4- (4-757-2, 6-^tWWOv?;!/) -2- (4-7MQ7xy 

7x7 

l H-NMR (CDC 1 3 + CD3OD) 6 ppm: 

2.11 (6ft s), 3.81 (2H, s), 6.41 (2ft s), 6.56-6. 57 (1ft m), 6.62-6.65 
25 (1ft m), 6. 83-6.95 (3ft m), 6. 95-7.05 (2ft m) 

4- ( (4-75 7-2, 6-^f;P7x-;W t h'D^^Tt^W -2- 
(4-7;^D7x7^^) 7x/-;i/ 
1 H — NMR (CDC 1 3 ) 6 ppm: 

1.94 (1ft brs), 2.15 (6ft s), 3.55 (2ft brs), 5.46 (lft brs), 6.13 (1ft 
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s), 6.34 (2E s), 6.77-6.82 (1H, m), 6.92-7.03 (6H, i) 
##03 8 1 

4- (4-^>9)V^r^y-S—i"J^u^)^> s M)V) -3, 
5 JKD>7-'JFSHf> 

y^Dlf;i/7i^W >2 7mg^fh7tFD77>3mLI:giU 

10 ^x^TflSffiLfc. «H^7jc. ffiftRB**^ HJ £§*n:fe!£ 
*"e«2fcSfc*£U ««T^->^Alf^^ ttSftlfU 4- (4-^ 
>m*'>- 3 y^nKM>^ ^) -3, 5-^fKD>7- 
U FRxSSH' 3 8 m g fcftfc. 
1 H — NMR (CDC 1 3 ) (5 ppm: 

15 1.24 (6H, d, J=6.9Hz), 1.34 (3H, t. J=7. 1Hz). 2.12 (6H, s), 3.39 (1H, 
heptet, J=6. 9Hz). 3. 49 (2H, s), 4. 28 (2H, q, J=7. 1Hz), 5. 14 (2H, s), 6. 
83-6.88 (1H, m), 7.30 (2H, s), 7.31-7.50 (6H. m), 7.88 (1H, brs). 9.25 
(1H, brs) 

20 #*0J 8 2 

4- (4-^>^t*->- 3 --f yyD^7x;*'» -3, 

1 H — NMR (CDC1 3 ) <5 ppm: 
25 1.19 (6H, d, J=6. 9Hz), 1.34 (3H, t, J=7. 1Hz), 2.12 (6H, s), 3.36 (1H, 
heptet, J=6. 9Hz), 3.47 (2H, s), 4.27 (2H, q, J=7. 1Hz), 5.00 (2E s), 6. 
35 (1H, dd, J=3. 0, 8. 8Hz), 6.73 (1H, d, J=8.8Hz), 6.78 (1H. d, J=3. OH 
z), 7.20-7. 50 (7H, m), 9.14 (1H, s) 
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4- (4-^>^;^*'>-5, 6, 7, 8-rh7th*D-l -^-7^^ 

-3, 5-^fJKD>7-'JFH5 : Jl' 
1 H — NMR (CD 3 OD) 6 ppm: 

1.33 (3H. t, J=7. 1Hz), 1.70-1.94 (4E 1), 2.09 (6H, s). 2. 66-2. 98 (4H, 
5 m), 3.47 (2H, s), 4.26 (2H, g, J=7. 1Hz), 4.96 (2E s), 6.01 (IE d, J 
=8. 8Hz), 6.47 (IE d, J=8. 8Hz), 7.18-7.52 (7H, m), 9.11 (1H, s) 

4- (4-^yi?)itti/-3-^ y?u\i)V73L-)V7>)V7T~)V) -3, 

10 1 H — NMR (CDC 1 3) 6 ppm: 

1.16 (6E d, J=6.9Hz), 1.34 (3H, t, J=7. 1Hz), 2.42 (6E s), 3.31 (IE 
heptet, J=6.9Hz), 3.47 (2H, s), 4.27 (2H, q, J=7. 1Hz), 5.00 (2H, s), 6. 
50 (1H. dd, J=2. 4, 8.4Hz), 6.71 (IE d, J=8. 4Hz), 6.97 (1H. d, J=2. 4H 
z), 7. 20-7.40 (7H, m), 9.23 (IE s) 

15 

2-7;M-n-4- (4-^>^;w^">-3— rv7 p ptr;P7x/^>') - 

3, 5-^^TD>7-'J Hmx^P 
1 H — NMR (CD C 1 3 ) 6 ppm: 

1.19 (6H. d, J=6.9Hz), 1.34 (3H, t, J=7. 1Hz). 1.95-2.18 (6E m), 3.36 
20 (IE heptet, J=6. 9Hz), 3.52 (2H, s), 4.28 (2H, q. 1=7. 1Hz). 5.00 (2H, 
s), 6.35 (IE dd. J=3. 0, 8.8Hz), 6.74 (IE d, J=8. 8Hz), 6.77 (IE d, J 
=3. 0Hz), 7.10-7.55 (5H, m), 8.01 (IE d, J=8. 6Hz), 9.40 (IE s) 

4- (4 5, 6, 7, 8-Th7tFn-l-t7f^ 
25 -2, 3, 5-h'J^DD7n>7-'J K^X^t- 

X H — NMR (CDC 1 3 ) 6 ppm : 

1.35 (3H. t, J=7. 1Hz), 1.72-1.88 (4H, m), 2.73-2. 80 (2H. m). 2.87-2.93 
(2H, 1), 3.55 (2H, s), 4.31 (2H, q, J=7. 1Hz), 4.98 (2H, s). 6.06 (IE 
d, J=8. 8Hz), 6.51 (IE d, J=8. 8Hz), 7. 27-7.45 (5H, m). 8.59 (IE s), 
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10.03 (1H, s) 



vO -3, 5-y^WO>7-'JMl^ 
5 X H— NMR (CDC 1 3 ) 3 ppm: 

1.34 (3H, t, 1=7. 1Hz), 2.07 (6H, s), 2.79-2.89 (4H, m). 3.47 (2H, s). 
3. 76 (3H. s). 3.79 (3H, s), 4.27 (2H, q, J=7. 1Hz), 6.43 (1H, dd, 1=3.1, 
8.9Hz), 6.56 (1H, d, 1=3. 1Hz), 6.67 (1H, d, J=8.9Hz), 6. 80-6. 85 (2H, 
m), 7.00-7. 05 (1H, m), 7.12-7.18 (1H, m). 7.28 (2H, s), 9.13 (1H. s) 

4 _ (4-/<>v ? j^v'-3-fV^ntfJP7x;^» -2, 3, 5 - h 
X H — NMR (CDC 1 3 ) 5 ppm: 

1.21 (6H, d, J=6.9Hz), 1.35 (3H. t, 1=7. 1Hz), 3.36 (1H. heptet. 1=6. 9H 

15 z), 3.56 (2H, s), 4.31 (2H, q, J=7. 1Hz), 5.02 (2H, s), 6.41 (1H. dd, J 

=3.1. 8.9Hz), 6.76 (1H, d. J=8.9Hz). 6.87 (IB, d, J=3. 1Hz), 7.29-7.47 
(5H, m), 8.60 (IE, s), 10.06 (1H, s) 

4- u-o^M^y-^— i yyptr;v7x/^'» -2, 3, 5-h 

20 U ^^KD>7-'J FlI^ 

1 H — NMR (CDC 1 3 ) 6 ppm: 

1.20 (6H, d, J=6.9Hz), 1.34 (3H, t, J=7. 1Hz), 2.09 (6H, s), 2.20 (3H, 
s), 3.36 OH, heptet, J=6.9Hz), 3.51 (2H, s). 4.28 (2H, q, J=7. 1Hz), 4. 
99(2H, s), 6.31 (1H, dd, J=3. 0, 8.8Hz), 6.71 (1H, d. J=8. 8Hz), 6.82 (1 
25 H, d, J=3.0Hz), 7.27-7. 44 (5H, m), 7.51 (1H, s), 9.03 (1H, brs) 

4- C3- (4-7)Vjru^>'M)l) -4-kFD^>7i/^) ~3, 
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(4-7MD7i-;W ^^/>2 8. 8 Sg&S^^l/Vl 0 0 
0mLiff7tHD77>700mL Oi^lK^U, t£U>?>7. 3 
lmL^Jn^fc Mc^^Tx^Tn-^^DU PI 1. 0 5mL&STFU 
5 2l^raSSTfi£#bfc. £&fl&ttttHl0ft3 0 OmLSftl*.. IH£x?\>l/T 

h^^7^- (#fti*& : A+it>-itX^) fcTHffiU 4- C3- 
(4-7;^n^>y-T;W -4-kHo^>7i/^» -3, 
10 JKD>7-U PftX^S 8. 2 0 gS#fc. 
1 H — NMR (CDC 1 3 ) 6 ppm: 

1.33 (3H, t, J=7. 1Hz), 2.10 (6H, s), 3.47 (2H, s), 4.27 (2H. q, 1=7. 1H 
z), 6.94-6.98 (3H. m). 7.11-7.17 (2H, m), 7.28 (2H, s), 7.64-7. 69 (2H, 
m), 9.17 (IE s), 11.42 (IE s) 

15 

mum 2 

4- C3- (2-->^0^^;ux5 1 ;W -4-kHD^">7i;^» -3, 

5 - V* ^)V^ u >7X U Hftx^;!/ tffr&tt 2 ) 
20 1 H — NMR (CDC 1 3 ) 5 ppm: 

0. 77-1. 00 (2H, m), 1. 08-1.50 (9E m), 1.56-1. 80 (5E m), 2.10 (6H, s), 
2.46-2. 62 (2E m), 3.47 (2H, s). 4.26 (2H, a J=7. 1Hz), 4.67 (IE s), 
6.39 (IE dd. J=3.0, 8.7Hz). 6.55 (1H, d, J=3.0Hz), 6.62 (IE d, J=8. 

7Hz), 7.28 (2E s), 9.15 (IE s) 

25 

4- C3- (2-~>#P^^;W- l-fcPD^X^W -4-tHn^> 
7i;+y) -3, 5-^^-7n>7^'JH8x^ (fc#Hr3) 
X H — NMR (CDC1 3 ) 5 ppm: 

0.77-1.90 (16E m), 2.10 (6E s). 3.47 (2E s), 4.27 (2E 0. J=7. 2Hz), 
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4.76-4.88 (1H, m), 6.36 (1H, d. J=2. 8Hz), 6.55 (1H, dd, J=2. 8, 8.8Hz), 

6.74 (1H, d, J=8. 8Hz). 7.29 (2H, s), 7.47 (1H, s). 9.14 (1H, s) 

4- (4-fcFa^>-3- (4-xh7bHntf^-;V^^;W 
5 >0 -3, 5-^?;PTD>T-U Hi?X^;i/ ({fc£tl4) 
1 H— NMR (CDC 1 3 ) 6 ppm: 

1. 26-1.40 (5H, i), 1.50-1. 60 (2H, m), 1.73-1. 89 (1H, m), 2.08 (6H, s), 
2.48 (2ft d, J=7. 1Hz), 3.28-3.40 (2H, m). 3.48 (2H, s), 3. 88-4.00 (2E 
m), 4.26 (2H, q, 1=7. 1Hz), 5.76 (1H, brs), 6. 38 (1H, dd, J=2. 9, 8. 6H 
10 z), 6.50 (1H, d, J=2. 9Hz), 6.61 (1H, d, J=8. 6Hz), 7.28 (2H, s), 9.20 
(1H, s) 

4- C4-th*P^r->- 3- (2- (3-f h7kHD77^JW X^;W 7 
-3, 5-^WO>7Z'J KUx^l/ (^^5) 
15 1 H— NMR (CDC 1 3 ) 8 ppm: 

1.34 (3H. t. J=7. 1Hz), 1.48-1.74 (3H, m), 1.98-2.27 (8H, m), 2.45-2.65 
(2R m). 3.32-3.42 (1H, m), 3.47 (21 s). 3.68-3.80 (1ft m), 3.82-3.9 
5 (2a m), 4.27 (2a Q. J=7. 1Hz), 4.78 (ia brs), 6.40 (ia dd, J=3. 0, 
8. 6Hz), 6.55 (ia d, J=3.0Hz), 6.60 (ia d, J=8. 6 Hz), 7.29 (2a s), 
20 9. 15 OH s) 

4 _ [4-fch*n^^-3- (6-^V-l, FnfcTU^v^-S 
— f/M^;W 7i/=lr'» -3, 5-^fJKD>7-U m^)V (it 

25 X H-NMR (CDC 1 3 ) <5 P Pm : 

1.33 (3a t, J=7.1Hz), 2.08 (6H s), 3.47 (2a s). 3.85 (2a s); 4.26 

(2a q. J=7. 1Hz). 6.48 (ia dd, J=3. 0, 8. 7Hz), 6.53 (1H, d, J=3.0Hz), 

6.70 (ia d, J=8.7Hz), 6.87 (ia d, J=9. 7Hz), 7.27 (2a s), 7.28 (ia 
• d, J=9. 7 Hz), 9.32 (ia s) 
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4- C4-kb*D^-3- (2-^h^y^>'M)V) 7x;^-» -3, 

5- ^Wn>7=UFtx^ 7) 
1 H — NMR (CDC 1 3 ) 6 ppm : 

5 1.33 (3H, t, J=7.1Hz). 2.13 (6H, s), 3.45 (2H, s), 3.72 (3H. s), 4.26 

(2H, q, J=7. 1Hz), 6.71 (1H. d, J=3. 0Hz), 6. 77-6. 92 (3H, m), 6.99-7.03 

(2H, i). 7.29 (2H, s), 7.44-7.48 (IE m), 9.13 (1H, s). 12.05 (1H, s) 

4- C4-hHn^>'-3- C (2-kFo^>7x-JW kHn^^? 
10 ;W 7x/^i/J -3, 5-^5 t ;PTO>7 , = U K^X^ (ffc£%8) 
'H-NMR (CDC 1 3 ) 6 ppm: 

1.32 (3H, t, J=7. 1Hz), 2.02 (6H, s), 3.44 (2H, s), 4.26 (2H, q, J=7. 1H 
z), 6.08 (1H, s), 6.38 (1H, d, J=3. 0Hz), 6.54 (1H. dd, J=3. 0. 8. 7Hz), 
6.76 (1H. d, J=8.7Hz), 6. 77-6.90 (3H. m), 7.10-7.20 (1H, m). 7.19 (2H, 
15 s). 9.16 (1H. s) 

4- [4-tKn*v—3- (2- (4-^h^t Hntf^-;p) X^;W 7 
x/*-» -3, 5-^?;WO>7-'jmi^ (ft£#l9) 
1 H— NMR (CDClg) <5 ppm: 
20 1.25-1.35 (2H, m), 1.33 (3H, t, J=7. 1Hz), 1.45-1.56 (3H, m). 1.61-1.66 
(2H, m), 2.09 (6H, s), 2. 52-2. 58 (2H, m), 3. 32-3. 40 (2H, m), 3.47 (2H, 
s), 3. 92-3.98 (2H, m), 4.2.6 (2H, q, J=7. 1Hz), 5.31 (1H, s), 6.38 (1H, 
dd, J=3.0, 8. 7Hz), 6.54 (1H, d, J=3.0Hz), 6.61 (1H, d, J=8. 7Hz), 7.28 
(2H. s), 9. 17 (1H, s) 

25 

4- (4-hh*n^^-3--rvyDtf;i/^>i?;i/) -3, 5-&*w?u 

>7XU H^X^P (it&VM 0) 
1 H — NMR (CDC 1 3 ) 6 ppm: 

1.21 (6H. d, J=6.9Hz), 1.33 (3H, t, J=7. 1Hz), 2.22 (6H, s), 3.15 (1H, 
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heptet, J=6.9Hz), 3.46 (2H, s), 3.92 (2H, s), 4.26 (2H, q, J=7. 1Hz), 4. 

77 (1H, s), 6.54 (1H, dd, J=2. 0, 8.1Hz), 6.58 (1H, d, J=8. 1Hz), 6.91 (1 

H, d, J=2.0Hz), 7.26 (2H, s), 9.06 (1H, s) 

5 4- [3- (4-7;M-a^>y<;i/) -4-tKn^>i;jW -3, 5 
-^^;kd>7-'J kux^;w (ikfrfyi 1) 

'H-NMR (CDC1 3 ) <5 ppm: 

I. 34 (3H, t, J=7. 1Hz), 2.19 (6H, s), 3.47 (2H, s), 3.91 (2H, s). 4.27 
(2ft q. J=7. 1Hz), 6.96 (1H, d, J=8. 5Hz), 7.08-7.13 (3H, m), 7.20 (1H. 

10 dd. J=2.0, 8. 5Hz). 7.25 (2H, s), 7.54-7.60 (2H, m), 9.11 (1H, s) 

4- C3- (4-7Mn7i;+y) -4-tKD^>7x/^» -3, 

5- ^f;Kn>7-'J YWt^fr tffr&fcl 2) 
X H — NMR (CDC 1 3 ) 6 ppm: 

15 1.32 (3H, t, J=7. 1Hz), 2.08 (6H, s). 3.44 (2H, s), 4.25 (2H, q, J=7. 1H 
z), 5.30 (1H. s), 6.32-6. 37 (2H, m), 6. 88 (1H. d, J=9. 3Hz), 6.93-6.98 
(2H, m), 6.98-7. 03 (2H, m), 7.25 (2H, s), 9.09 (1H, s) 

4- C C3- (4-7MP7i;^» -4-bh'D^>7x-M kFD 
20 ^s^J-M -3, 5-^^Tn>7-'J b*mx3MP (ft^KH 3) 
1 H — NMR (CDC 1 3 ) 5 ppm: 

1.33 (3H, t, J=7. 1Hz), 2.05 (1H, d, J=3.9Hz), 2.23 (6H, s). 3.45 (2H. 
s), 4.26 (2H, q, J=7. 1Hz), 5.50 (1H, s), 6.19 (1H, d, J=3. 9Hz), 6.73-6. 
780H, 1). 6.91-7.04 (6H, m), 7.22 (2H. s), 9.14 (IE s) 

25 

4- C3- (4-7MD7i;*y) -4-tFn^>^V) -3, 5 

-e^3^Ta>7xu m^)V ({b^i 4) 

1 H — NMR (CDCI3) 6 ppm: 

1.33 (3H, t, J=7. 1Hz), 2.18 (6H, s), 3.45 (2H, s), 3.87 (2H, s), 4.26 



WO 01/85670 



PCT/JP01/03499 



83 

(2H, q. J=7. 1Hz), 5.41 (1H, s), 6.53 (IE d, J=2. 0Hz), 6.61 (1H, dd, J 

=2.0, 8. 2Hz), 6.88 (1H, d, J=8.2Hz), 6.88-6.96 (2E m), 6. 97-7.05 (2H, 
m), 7.23 (2H, s), 9.07 (1H, s) 

5 4- C4-t:Hn^r'>-3- (4-f h7t HDlf ^-Jm^) 7i/^- 
- 3 , 5 - iS^fr-TU >7-U H^X^;i/ ({k&®l 1 5 ) 
1 H— NMR (CDC 1 3 ) 6 ppm: 

1.34 (3H, t, J=7. 1Hz), 1.73-1.83 (2H, m), 2.02-2. 08 (2H, m). 2.11 (6H, 
s), 3.47 (2H. s), 3.53-3. 60 (2H, in), 3.94-4.01 (2H. m), 4.27 (2H, q, 
10 J=7. 1Hz), 4.38-4. 45 (1H, m), 5.27 (1H, s). 6.12 (1H, dd, J=2. 7, 8. 8Hz), 
6.48 OH. d. J=2.7Hz), 6.76 (1H, d, J=8. 8Hz), 7.29 (2H, s), 9.15 (1H, 
s) 

4- C4-hHP^>-3- (4-xh7tFDtf7-;V^S» ^>5?;l0 

15 -3, n>T-U H»x^;p (fl:£#j l 6 ) 

1 H— NMR (CDC 1 3 ) 6 ppm: 

1.33 (3H, t, J=7. 1Hz), 1.70-1. 80 (2H, m), 1.95-2.03 (2H, m), 2.22 (6H, 
s). 3.47 (2H, s), 3.50-3. 58 (2H, m), 3.92 (2H, s), 3.90-3.97 (2H, m), 
4.26 (2H, q. J=7. 1Hz), 4.33-4.40 (1H, m), 5.51 (1H. s), 6.47 (1H, brd, 
20 J=8. 1Hz). 6.52 (1H, brs), 6. 79 (1H, d, J=8. 1Hz), 7.26 (2H, s), 9.09 
(1H, s) 

4- (4-kHD^>-3- (V^U\d)V-2-^)Vt^yyaLj^y) - 

3, 5-> ? ^^;ptd>7xu (fc&mi 7) 

25 1 H — NMR (CDCI3) 6 ppm: 

1.26 (3H, t, J=7. 1Hz). 1.39 (6H, d, J=7. 1Hz), 2.08 (6H, s), 3.47 (2H, 
s), 3.56 (1H, heptet, J=7. 1Hz), 3.96 (3H, s), 4.26 (2H, q, J=7. 1Hz), 5. 
290H. brs), 5.95 (1H, d, J=8.8Hz), 6.25 (1H, d, J=8. 8Hz), 7.27 (2H, 
s), 9.16 (1H. s) 
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mams 

4- (4-tFo^>-3-^vynt:;i/7x;^» -3, 5-^^;i/V 
d >?- u h»x^;p (fti^to 18) 

5 4- ( 4 - ^>yM+y- 3-^7^0 H;V7 1 ; ^ i/) , - 3 , 5-^^ 
fJ|/?D>7-'J HftX^S 7. 3 g2rh'J7;W^-P^i?-> J ^5 1 ;i/7,;i'7 
^ H-7jc (95:5:10) ©ffl-&»«l 0 OmLfcjSiU Iltl 2RM 

io 3— ryyntr^^xy^rv) -3, 5-^mn>7-U H»x5 t ^2 

2. lg^#L 

1 H — NMR (CDC 1 3 ) 6 ppm: 

1. 20 (6a d, J=6. 9Hz), 1.33 (3H, t, J=7. 1Hz), 2.09 (6H, s), 3.18 (1H, 
heptet, J=6. 9Hz), 3.47 (2H, s), 4.26 (2H, q, J=7. 1Hz), 5.14 (1H, s). 6. 
15 270H, dd, J=3. 0, 8. 6Hz), 6.59 (1H, d, J=8. 6Hz), 6.72 (1H, d, J=3. OHz), 
7. 28 (2H, s), 9. 16 (1H, s) 

^WJ4 

20 2 -yMu-A- (4-t KP+^-3— f V7°atf;V7i/^» -3, 

5- v7?JKn>7-U FRx^ W&mi 9) 
X H — NMR (CDC1 3 ) 6 ppm: 

1.21 (6H, d. J=6. 9Hz), 1.34 (3H, t, J=7. 1Hz), 2,00-2.13 (6H, n). 3.16 
(1H, heptet; J=6. 9Hz). 3.52 (2H, s), 4.28 (2H, q, J=7. 1Hz), 6.29 (1H, 
25 dd, J=3.0. 8. 6Hz), 6.59 (1H, d, J=8.6Hz), 6.71 (1H, d, J =3. OHz), 7.99 
(1H, d, J=8.8Hz), 9.41 (1H, s) 

4- (4-kh*D^i/-3--rv7 p ntf;V7xx;i'7s;W77x;W -3, 5- 
^^fKD>7nj FIlWP (ft£$&2 0) 



WO 01/85670 



85 



PCT/JP01/03499 



1 H— NMR (CDC1,) <5 ppm: 

1.18 (6H, d, J=6. 9Hz), 1.33 (3H. t, J=7. 1Hz), 2.40 (6H, s), 3.13 (1H, 
heptet. J=6.9Hz), 3.47 (2H, s), 4.26 (2H, q, J=7. 1Hz), 6.50 (1H, dd, J 
=2.0, 8.3Hz), 6.57 (1H, d, J=8.3Hz), 6.94 (1H, d, J=2. 0Hz), 7.38 (2H, 
5 s), 9.25 (1H, s) 

4- (4-tHP^>-5, 6, 7, Fn- l -j-y=?)Vjr*r 

is) -3, 5-^?JKn>7-'Jhm^ (^#12 1) 

1 H — NMR (CD 3 OD) 6 ppm: 
10 1.33 (3H, t. J=7. 1Hz), 1.74-1.92 (4H, m), 2.07 (6H, s), 2.60-2.73 (2H, 
m), 2.89-2. 95 (2H. m), 3.47 (2H, s), 4.26 (2H. q, J=7. 1Hz), 4.85 (1H, 
s), 5.95 OH, d, J=8.6Hz), 6.39 (1R d. J=8. 6Hz), 7.28 (2H, s), 9.15 

(1H, s) 

15 2, 3, 5-hU^PP~4- (4-fcKD^>-3~ fvyn^7i/ + 
=s) 7P>7-'J Vm^JV <fc£*r 2 2 ) 
1 H — NMR (CD C 1 3 ) 6 ppm: 

1.23 (6H, d. J=6. 9Hz), 1.35 (3H, t, J=7. 1Hz), 3.18 (1H, heptet, J=6. 9H 
z), 3.56 (2H, s), 4.30 (2H, q, J=7. 1Hz), 4.88 (1H, s), 6.37 (1H, dd, J 
20 =3.0, 8. 7Hz), 6.63 (1H, d, J=8.7Hz), 6.81 (1H, d, J=3. 0Hz), 8. 58 (1H, 
s), 10.07 (1H. s) 

4- (4-tb*n^>-3- rvyDtf;v7x/^-» -2, 3, 
?;i/td>7-u mx^v <&&m2 3) 

25 *H-NMR (CD C 1 3 ) 6 ppm: 

1.22 (6H, d, J=6. 9Hz), 1.34 (3H, t, J=7. 1Hz), 2.08 (6H, s), 2.20 (3H, 
s), 3.17 (1H, heptet, J=6.9Hz), 3.51 (2H, s), 4.28 (2H, q, J=7. 1Hz), 4. 
45 OR s), 6.26 (1H, dd, J=3. 0, 8. 6Hz), 6.57 (1H, d. J=8. 6Hz), 6.75 (1 
H, d, J=3.0Hz), 7.50 (1H, s), 9.04 (1H, s) 
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2, 3, 5-HJ*nn-4- (4-k^D^>-5, 6, 7, 

\in-i-±y?-)Vtt*s) 7D>7^'jmi^ (fl^<»2 4> 

1 H — NMR (CDC 1 3 ) 5 ppm: 

5 1.35 (3H, t, J=7.1Hz), 1.79-1.91 (4H. m), 2.63-2.72 (2E ■>. 2.87-2.94 

(2H. m), 3.55 (2H, s), 4.30 (2H, q. 1=7. 1Hz). 4.53 (1H. s), 6.02 (IB, 

d, J=8.7Bz), 6.44 (IB, d, J=8.7Bz). 8.57 (IB. s), 10.01 (IB. s) 

10 4- (4 - 1 H a^->- 3 --f V^nHM>f >XJ^W -3, 5 
*?-)VVU>7-V FttX^V (ft'&*2 5) 
4- (4-kHn^>-3 — fv^ntf;i/7x- ;k*;P:7 7X -3, 5 

^>-ffX?W KT»»U 4- (4-t^P^rV-3-^V^atf 

;wotf>*;H*xjW -3, 5-^fKn>7^'JHlx^5img 

20 

X H— NMR (CDC 1 3 ) 5 ppm: 

1.20 (6B, d. J=6.9Bz), 1.32 (3H, t. J=7. lBz), 2.61 (6H, s), 3.21 (IB. 

heptet. J=6.9Bz). 3.47 (2H. s). 4.26 (2H. q. J=7. lBz), 6.30 (1H. brs). 
6.74 (IB, d, J=8.5Hz), 7.30-7.44 (3B, m). 7.64 (1H, d. 1=2. 3Hz). 9.44 
25 (IB, s) 

tmm* 

4- C3- C (4-7MD7x-JW kHP^>/f;W -4-kHD^> 
7l /^» -3, 5 -^WD>7X'Jmi^ (ft^2 6) 



II c I 
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-7;M-a^>\Ar;» -4-kHn^7x/^» -3, 5-v>>WW 
p>7-U «X^Jl/2 3rag©rh7tHn77>2mL»M, &fi 

tuta**^ u nvmmzuv y v^y a - (mum : ^**>-i»x 

5*/M {CT»mtT> 4- C3- C (4-7^B7x^) tFD+S/^ 

10 ;W -4-kl*nWx;t'/) -3, 5-^TD>7='Jllif 
1 H — NMR (CDC 1 3 ) 6 ppm: 

1.32 (3H, t. J=7.1Hz), 2.04 (6H, s). 3.42 (2H. s), 3.52 (1H, d, J=3. 5H 
z), 4.25 (2H, q, J-7. lHx). 5.84 OH d. J=3. 5Hz), 6.36 (1H, d, 1=8. OH 

15 z), 6.51 (1H, dd, J=3.0. 8.8Hz). 6.73 (IE d, J=8. 8Hz), 6.98-7.03 (2H, 
in), 7.23 (2H s). 7.28-7. 33 (2H, ■). 7.50 (IB. s). 9.17 (IE s) 

20 4- C3- C U-yfr*V7x.-M kFn^jWW -4-kHD^> 
1 H — NMR (CDC 1 8 ) (5 ppm : 

1.33 (3H, t, J=7.1Hz), 2.15 (6H, s). 3.14 (1H, brs). 3.45 (2B. s). 3.8 
' 5(2H s). 4.26 (2H. q. 1=7. 1Hz). 5.87 (1H. s). 6.46 (IB. d. 1=1. 8Hz), 

25 6.76 (1H. d. J=8.3Hz). 6.81 OH dd. M. 8. 8.3Hz). 6.98-7. 04 (2R m). 
7.21 (2H. s). 7.25-7.31 (2H. m). 7.56 (1H. brs), 9.08 OH. s) 

4 _ C3 _ (4-y)\,*w<>i?)V) -4-tFn**>7x;*-» -3, 5 
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4- C3- C (4-7M07x^V) kKn*->;>WK) 
^>7i;^» -3, 5-^Wo>7-»J HRX^7 1 3. 5mgS 
X^/-;H OmLfciMPU *Jfc&#Tl 0 %/^v 1 7AI£liM«7 0 Om 
5 gSrJn*., SMK:T**»H^T«JBE*e2 4I^IWaa^Lfc. 

3«&«ffi**8U 4- C3- {A-y)VtU^>-J)V) -4-hKD^>7 

- 3, 5 -^fJKD>7-U Fmx^;P6 2 0mg£#fc o ' 
*H — NMR (CDC1 3 ) 6 p pm : 

1.33 (3H, t, J=7. 1Hz), 2.08 (6H, s), 3.46 (2H, s), 3.87 (2H, s), 4.26 
10 (2H, q. J=7. 1Hz), 6.41 (1H. dd, J=3. 0, 8.7Hz). 6.56 (1H, d, 1=3. OHz), 
6.64 (IE d, J=8. 7Hz), 6.88-7.01 (2H, m), 7.08-7. 23 (2H, m). 7.27 (2H, 
s), 9.15 (1H, s) 

15 4- C4-kHo^>-3- (2-tHo^>^JW 7x/^>] -3, 
5-^^D>7-iJ Oft£t!2 9) 
4- C4-tKO^->-3- (2-* h*~>^>\AC;W 7i7^>] -3, 

U -7 8'C{CTlMH^*^^©^fk;^5 1 l/>M8 0 0 # L &iTtfc 

^l/>Tftfflb& e f«2mo 1 /LiftRK:T«c«H,Jta, 2mo 1/ 

fiftfcTKttfcim ififc^l^-**/-^ (2 0:1) jg^»iSET?«l 
tBLfc. W$t» & fctTkM^ ^*~> »7 A MJBEftffiU 4- [4-t 
25 Kn^>-3- (2-kHP^">^>V-1';W 7i7^>>] -3, 
)V? D >TX U HBt 2 4 m g £?#7c. 
X H — NMR (CDC 1 3 ) 6 ppm: 

2.15 (6H, s), 3.52 (2H, s), 6.83-6. 87 (1H, m), 6.93 (1H. brs), 7.01 (2 
H, brs), 7. 02-7. 08 (2a m). 7-25 (2a s), 7. 46-7.54 (2a n), 8-20 da 



.1 1} * j 
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s), 10.05 (IH, s), 10.67 (1H, s) 



$mmi 0 

4- C4-hFP^^-3- [2- (2-kHn^>7i-;W X3\>M 7i 
5 / - 3 , 5 - i/tT-lV? a yy - u Km 3 o ) 

4- C4-^h^->-3- C2- (2-^h^>7x-;W X^;K) 7x7 
-3, 5-W;V7P>7-'JHISXf^3 5mg§I^fl/>2 
inLWl, -7 813^X1 M=^«>7m©^b^^l/>^8 OOmL 

io ^.fcm, m&mmvtco nznfz.%,WL&*?;-)i'3mL\z®fri,rc'&, im 
KfeM£®*Mi£m.mv. n^nrcmmz^n^ mm^frx-m&vrz.o 

7^->7A«i, MJEtifctU 4- C4-fcKo*v—3- C2- (2 

15 -fcKn^'>7xx;i/) x^;Ki 7x/^-» -3, 5-^5 1 jKD>7r 
U b*m2 8mg£#fc. 

'H-NMR (CDCI3 + CD3OD) (5 ppm: 

2.09 (6H, s). 2. 70-2.83 (4H, m), 3.46 (2H. s), 6. 44-6.52 (2ft m), 6.72 
(1H, d, J=8.4Hz), 6.78-6. 85 (2H. m), 7.07-7.12 (2H, m), 7.26 (2H, s) 

20 

mmm 1 1 

4- (4-tHD^>-3- rv^nif;i/7xy^'» -3, s-v^^pt 

o>TXU Kg^^ ({b£tJ3 1) 

4- (4-7^7-2, e-^Wi/^) -2— I'yyDtf^T'x 

25 /— ;H 8 8mgt^U>m^^}lS 2 Omg£l 1 0T3fcT—l!ftSE#bfc. 

mm: A^>-@^i?x^;W KlT*i§5!U 4- (4-kh'D^>-3-^7 
7 P Dtf;i'7xy^'i/) -3, 5-^5 L KD>7-'J h'^^H 5 3mg 
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l H-NMR (CDC 1 3 ) a ppm: 

1.21 (6H, d. J=6.9Hz), 2.10 (6ft s), 3.17 (lft heptet, J=6.9Hz), 3.49 
(s, 2H), 3.81 (s, 3H), 4.81 (s, 1H). 6.29 (1ft dd, 1=3.0, 8.6Hz), 6.59 
(1ft d, J=8.6Hz), 6.72 (lft d, J=3.0Hz), 7. 28 (2ft s), 9.09 (lft s) 

5 

m&mi 2 

4- (4-hHD^>-3-'fyynWx;^» -3, 5-i?*^)V-? 
D>7~U Fm^OPfr (4k&®3 2) 
10 1 H — NMR (CDC 1 3 ) d ppm: 

1.21 (6ft d, 1=6. 9Hz), 2.10 (6ft s), 3.16 (1H, heptet, 1=6. 9Hz). 3.52 
(2ft s), 4.55 (1ft s), 5.24 (2ft s), 6.30 (1ft dd, J=3. 0, 8. 6Hz). 6.59 
(lft d, J=8.6Hz). 6.72 (1H, d. J=3.0Hz). 7.26 (2ft s), 7.33-7.42 (5H, 
n) 

15 

4 _ C3 _ C3 _ (2-#;M^->X^) *>V)]A -4-khW7x 
X H — NMR (CDC 1 3 ) 5 ppm: 

2.07 (6ft s). 2.61 (2ft t. J=7. 8Hz), 2.89 (2ft t. J=7.8Hz), 3.48 (2ft 
20 s), 3.80 (3ft s), 3.86 (2H, s). 6.48 (lft d. J=3.0Hz), 6.49 (lft dd, J 
=3.0, 8.3Hz). 6.65 (1H, d, J=8. 3Hz), 7.00-7. 02 (3ft m), 7.16-7.21 (lft 
m), 7.24 (2ft s), 9.09 (lft s) 

mmmi s 

25 4- (4-tFn*->-3-^v:/at?;^>v r -r;i') -3, s-Vfi&v? 
4 _ (4-^>i?;i/^->-3— iv7n&vi>"MM ~3, 

5=-;V7D>7r:U FU^3 8mgWxfJH OmLMl, 10% 
rt7i?V&mmim (5 0 3 8mg£jJ|]*-, gt&K:T7Kii#ffl^T 
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W3BfWtfc. *»«&33cft, 3#&«JE«I6U 4- (4-bK 
D =^>-3 — -rv^Dtf;V^>y-f;W -3, 5-^^7D>7=UHR 
X3\>l/£2 8mgifc. 
^-NMR (CDC1 3 ) <5 ppm: 
5 1.25 (6H, d, J=6.9Hz), 1.34 (3H, t, J=7. 1Hz), 2.08 (6H, s), 3.23 (1H, 
heptet, J=6.9Hz), 3.50 (2H, s), 4.28 (2H. q, J=7. 1Hz), 6.32 (1H, brs), 
6.72 (1H, d, J=8.3Hz), 7. 27 (2H, s), 7.32 (1H, brs). 7.86 (1H, brs), 
9.30 (1H, s) 

10 mmmi4 

4- [3 - (4-7MD^>^JH -4-kFn^>^;P) -3, 5- 
^WD>7-'J FKX3MI/ 5) 

4- C3- (4-y)^U^>"M)V) -4-tHo+y^>^H -3, 
5 _ ^ n >7X U KftX^ 9 m g tWC^ V > 3 mL U 
15 h'JXfjk>7>15. 5jEiL*«kOChU7;^nSrafe3niLSJ)n^fc«> 7 

20 (jRB»i« .• ^■y->-»ttx5 t ;w KIT«I«UT, -4- C3- (4-7;W* 

D*>5?;W -4-tKo^>^W -3, 5-^fiV?D>7-UH 

ltt:?;i/4mg£*§fc. 

'H-NMR (CDCI3) <5 ppm: 

1.33 (3H, t, J=7. 1Hz), 2.20 (6H, s), 3.46 (2H, s), 3.87 (2H, s), 3.90 
25 (2H, s), 4.26 (2H, 4 J=7. 1Hz), 4.52 (IE s), 6.63 (1H, d. J=8.2Hz), 6. 
69 (1H, dd, J=2. 1, 8.2Hz), 6.74 (1H, d, J=2. 1Hz), 6.93-6.96 (2H, n), 7. 
09-7.13 (2ft nO. 7.25 (2E s), 9.07 (1H, brs) 



nffiMl 5 
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3, 5-^0^-4- (4-fcHn*>'-3— fV^D^7i;+y) T 
□ >7-'J F^X^;I/ Wb^«3 6) 

4- (4-^>^;p^->-3— ryynt?;v7x/^-» -3, 
D^7-U>4 0 Omg§fflV\ ttMlIOPtiMa bmit<Dl5&\z.&r) > 
5 N— [3, 5-> j yp : E-4- (4-kFD*->-3- -fV^OWxy* 
5/) TD>7-U H»X^;H 1 9mg^L 
X H — NMR (CDC 1 s ) (5 ppm : 

1.20 (6H, d. J=6.9Hz), 1.32 (3H, t, J=7. 1Hz), 3.20 (IB. heptet. J=6. 9H 
z), 3.49 (2H, s), 4.26 (2H, q, J=7. 1Hz), 4.80 (1H, brs), 6.35 (1H, dd, 
10 J=3. 0, 8. 7Hz). 6.64 (1H, d, J=8. 7Hz), 6.78 (1H. d, J=3.0Hz), 7.86 (2H, 
s). 9.49 (IE s) 

(-) -4- C3- C (4-7M0 7i^) tHD+^^JW -4-fc 
15 HP^>7x/^» : 3, 5-^^7n>7-'J HS?x^;i/ (fb^3 
7) 

(-) -B-^nn> ? -rvtry^>^x'r;^7>3. 7g$fb7th*D 

77>6mLl:8iU - 1 5tiITl^T, fcfU> ? >l. 8 7mL€»Tb 
' fc. C3 - (4-y)V^u^>'MJV) -4-kKD^>7 

20 x/^vO -3, 5-^WD>7- ! JFtl5 : Jl/2. 28g©fh7t 

HD75>»«6mLSjSTU £fifcTl 6P#M«#l/fc. Efcfi^fcrfc- 

1 5CKTM#U 3 0Xamfa|c**6mLSaTUfc. 

IWx^l/Trttffll/fc. W«Wi*10Xll«R7K*^hU!7A*»*, 

Tic, te»*tfft7fa?«#ifci£U MMm°?#*z'VJ*-e#M%ks iESllfc. 
25 ^^i/U7jy>*^A^DTh^7^- ($ffl*M : 'VH^-gMx^ 

;W fcTttfiU (-) -4- [3- C (4-7;VtD7i-j|/) kh*D^> 

*3S>W -4-tKD+y7xy+y) -3, 5-^^7D>7-U Ft 

X^SfcO. 3 15 g£»fc. 

X H — NMR (CDC 1 3 ) a ppm : 
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1.33 (3H, t, J=7.1Hz), 2.06 (6H. s), 3.45 (2H, s). 4.26 (2H. Q, J=7. 1H 
z), 5.87 (1H, s), 6.36 (1H, d, J=3. 2Hz). 6.54 (1H. dd. J =3. 2, 8. 8Hz). 
6.75 (1H, d, J=8.8Hz), 6. 97-7.08 (2H, m), 7.22-7. 39 (4H, m), 9.12 (1H. 
s) 

5 

mmmi7 

(+) _ 4 _ C3_ [ ( 4 -7M07i^V) kFD^?;W -4-t 
10 Pn+y7x;^) -3, 5-^Wn>7^jmifJKfttft3 
8) 

X H — NMR (CDC1 3 ) 5 ppm: 
• 1.33 (3H, t, J=7.1Hz), 2.06 (6H. s). 3.44 (2E s), 4.26 (2H. Q, 1=7. 1H 

z), 5.87 (1H. s). 6.36 (1H. d, J=3. 2Hz). 6.54 (1H, dd. J=3. 2. 8. 8Hz). 
15 6.75 (1H, d, J=8.8Hz). 6.97-7.08 (2R m). 7. 22-7. 39 (4H, m). 9.14 (1H, 
s) 

4 _ [3 _ [ (4-7MP7xrj0 hHn^^W 
20 7x^y) -3, 5-^^;^n>T^'jm (KiH®39) 
4 _ C3 _ C (4-7MU7x^V) fcFD*^*?^ 
$/7x ;^»-3, 5-^fHD>7-'JFHfM. 40glCX* 
;-j|/2 0mLtlmol/LMftth'J^*^2 0mLm, 7;V 

25 fe^^TK^JP^-. >?X^X-x;W-e^b^ 0 TKJffclmo 1 /Umt 

mm.**®*., wm^v-m^it. 

Kftft. Ml£«*BU 4- C3- C (4-7^P7x^) tHo^? 
;W -4-tHD^>7x;^» -3, 5-^JWn>7-'JFil. 

3 1 g 
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l H— NMR (DMSO-d 6 ) <5 ppm: 

2.01 (6H, s), 3. 33 (2H, s), 5.70 (IE d, J=4. 0Hz), 5.87 (IE d, J =4. OH 
z), 6.40 (IE dd, J=3. 2, 8. 8Hz), 6.64 (IE d, J=8.8Hz), 6.84 (IE d, J 
=3.2Hz), 7.01-7.13 (2H, m), 7.23-7. 43 (4E m), 9.07 (IE s), 10.03 (IE 
5 s), 12.60 (IE brs) 

mmm 1 9 

mmm 1 8 tmmojjmz & RT©^ti^^Lfe. 

2, 3, 5-HJ^OD-4- (4-t^D^>-3-<y^Olf;V7iy* 
10 TCOT-UFI? (ft^%4 0) 

1 H — NMR (CDC 1 3 + CD3OD) 6 ppm: 

1.18 (6H, d, J=6. 9Hz), 3.21 (IE heptet, J=6. 9Hz), 3.44 (2H, s). 6.26 
(IE dd, J=3. 0, 8. 7Hz), 6.55 (IE d, J=8. 7Hz), 6.80 (IE d, J=3.0Hz), 
8.40 (IE brs) 

15 

3, 5-^D ; e-4- (4-bHD^r5>-3— zcS^y) T 

□>7-u m «b^4 1) 

X H— NMR (CDC 1 3 + CD3OD) 6 ppm: 

1.20 (6E d, J=6. 9Hz), 3.22 (1H, heptet. J=6.9Hz). 3.47 (2E s), 6.36 
20 (IE dd, J=3. 0. 8. 7Hz), 6.63 (IE d. J=8. 7Hz), 6.77 (IE d, J=3. 0Hz), 
7.86 (2E s) 

4- (4-hFD^i/-3- f yyntf;i/7x/^>') -2, 3,.5-HJ* 
?)\,VU>7-Om (ft^4 2) 
25 1 H — NMR (CDC 1 3 + CD3OD) 5 ppm: 

1.19 (6E d, J=6. 9Hz), 2.07 (6E s), 2.18 (3E s), 3.24 (IE heptet, J 
=6. 9Hz), 3.49 (2E s), 6.21 (IE dd, J=3. 0, 8. 6Hz), 6.63 (IE d, J =8. 6 
Hz), 6.71 (IE d, J=3. 0Hz), 7.40 (IE s) 
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4- (4-fc Y-U**s-Z--iV7u\i)\,-2-* h^>7x/^» -3, 

5- > ? ^5 i ;i/ v 7D>y^u at^43) 

1 H— NMR (CDC 1 3 + CD3OD) 6 ppm: 

1.39 (6ft d, J=7. 1Hz), 2.09 (6ft s), 3.46 (2ft s), 3.55 (lft heptet, J 
5 =7.1Hz), 3.96 (3ft s), 5.93 (lft d, J=8. 8Hz), 6.25 (lft d, J=8. 8Hz), 7. 
29 (2ft s) 

2, 3, 5-hU^PP-4- (4-kFD^->-5, 6, 7, 8-fh7k 
YU-l—ryJ-fr-**^) 7n>7-'J h'S? (ft^4 4) 
10 1 H— NMR (CDC 1 3 + CD3OD) 5 ppm: 

1.70-1. 85 (4ft m), 2.60-2.72 (2ft 1), 2.78-2. 88 (2ft m), 3.42 (2ft s), 
5.92 (lft d, J=8.7Hz), 6.34 (1ft d, J=8. 7Hz). 8.36 (lft s) 

4- (4-kHU^>-3- (6-**7-l, 6-5?fcHPtTU^>-3 
15 — 7i^-» -3, 5-^?Kn>7-U W (fc£&4 
5) 

X H — NMR (CDCI3 + CD3OD) 6 ppm: 

2.07 (6ft s), 3.45 (2H, s), 3.85 (2ft s), 6. 46-6. 53 (3ft m), 6.70 (lft 
d, J=8.6Hz), 6.85 (lft d, J=9.7Hz), 7.25-7. 30 (3ft m) 

20 

4- [4-fcHD^>/-3- C2- (4-fh7tHnt:7-JW X^;W 7 
x/*:^ -3, 5-^^^;VTD>7^U Htt (ffr&»4 6) 
X H— NMR (CD C 1 3 ) <5 ppm: 

1.23-1.34 (2H, m), 1. 45-1. 53 (3ft m). 1.61-1.68 (2H, m), 2.10 (6ft s), 
25 2.51-2. 57 (2ft m), 3.32-3. 40 (2ft m). 3.46 (2ft s), 3.92-3.98 (2ft m), 
6.38 (1ft dd, J=3.0, 8.7Hz). 6.52 (1ft d, J=3.0Hz), 6.61 (1H, d, J=8. 
7Hz), 7.29 (2ft s) 

4- (4-k FD+3/-3-'f y^n^>^;W -3, 
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1 H — NMR (CDC 1 3 + CD3OD) 6 ppm: 

1.22 (6a d, J=6.9Hz), 2.10 (6H, s), 3.27 (IE heptet, J=6. 9Hz), 3.46 
(2H, s). 6.73 (1H, brd, J=8.4Hz), 7.28 (2H, s), 7.35 (la brs), 7.79 
5 (ia brs) 

4- (4-k h'o^>- 3— tV7u]£)W<>i>M -3, 
>7-'J m (fc&to4 8) 
'H-NMR (CDC 1 3 + CD3OD) a ppm: 
10 1.19 (6a d, J=6.9Hz). 2.21 (6a s), 3.19 (ia heptet, J=6.9Hz), 3.46 
(2a s), 3.91 (2a s), 6.51 (ia dd, 1=2.0, 8.1Hz). 6.58 (IE d, J=8. 1 
Hz), 6.91 (IE d, J=2.0Hz), 7.23 (2a s) 

4- [3- (4-yMu^>'M)V) -4-kFD^>^JW -3, 5 
15 -^Wn>7-U m 9) 
1 H — NMR (CDC 1 3 ) 5 ppm: 

2.20 (6E s). 3.53 (2E s), 3.92 (2a s), 6.97 (ia d, J=8.5Hz), 7.07- 
7.17 (3a m). 7.15-7.23 (3E m), 7.53-7. 62 (2a n), 8.25 (1H, brs), 11. 
68 (ia s) 

20 

4- (3- C (4-7^a7x-;i/) fcKn*5/*^;W -4-tHo+-> 
*>z?M -3, 5-y7fKD>7-'JM 5 0 ) 

X H — NMR (CDC 1 3 + CD3OD) <5 ppm: 

2.15 (6a s), 3.43 (2a s), 3.85 (2a s), 5.84 (ia s), 6.51 (IE d, J 
25 =1. 4Hz), 6.72 (ia d, J=8.3Hz), 6.76 (IE dd, 1=1. 4. 8.3Hz), 6.96-7.03 
(2E m). 7.20 (2E s), 7. 25-7. 33 (2E ■) 

4- C3- (4-7fr*U*>5?fr) -4-tHn^>>?JW -3, 5- 
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l H-NMR (CDC 1 3 + CD3OD) 6 ppm: 

2.19 (6H, s), 3.44 (2H, s), 3.87 (4H, s). 6.63 (2H, s), 6.70 (1H, s), 

6.90-6. 96 (2H, m), 7.10-7.17 (2H, m). 7.23 (2E s) 

5 4- C3- {4-7MuyaL/^r=y) -4-kl { n^>7i/^» -3, 
5 - V* U >7- U Htt (fl?&* 5 2 ) 
1 H — NMR (CDC 1 3 + CD3OD) a ppm: 

2.04 (6H, brs), 3.40 (2H, brs), 6.27-6.38 (2H, m), 6. 80-7.03 (5H, m), 
7.20-7.30 (2a brs) 

10 

4- C C 3 — (4-7Mn7x/^» -4-kHn^>7ir;i/) hHn 
^^WW -3, 5-^^;^n>7-»J Km (ft£$&53) 
X H — NMR (CDC 1 3 + CD3OD) 6 ppm: 

2.23 (6H, s), 3.43 (2H, s), 6.17 (IE s). 6.76-6. 79 (1H, m), 6.89-6.93 
15 (4H, m), 6.93-7.01 (2H, m), 7.19 (2H. s) 

4- C3- (4-7MD7z/^» -4-kFD^>^) -3, 5 
-^^f;Ko>7-U H» ab^5 4) 
1 H— NMR (CDC 1 3 + CD3OD) 5 ppm: 
20 2.19 (6H, s), 3.42 (2H, s). 3.87 (2H, s), 6.55 (1H, d, J=2.0Hz), 6.60 
OH, dd, J=2. 0, 8. 3Hz), 6.85 (1H, d, J =8. 3Hz), 6.86-6.92 (2H, m), 6.94 
-7.02 (2H, 1), 7.22 (2H, s) 

4- C4-hb*D*~>-3- (4-T-h^t: HDkf^-;l/^^) 7x7* 
25 ^ -3, 5-^*^;i/?P>7~U Htt (*t£*5 5) 
X H — NMR (CDC 1 3 + CD3OD) 6 ppm: 

1.73-1.84 (2H, m), 2.02-2.10 (2H, m), 2.11 (6H, s), 3.45 (2H, s), 3.54 
-3.61 (2ft m), 3.95-4.03 (2H, m), 4.38-4.47 (1H, m), 6.12 Oft dd, J=2. 
8,8.7Hz), 6.48 (1H, d, 1=2. 8Hz), 6.75 (1H, d, 1=8. 7Hz), 7.29 (2H, s) 
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4- C4-kHn*->-3- (4-fh7tHD^7-M^) *>5?M 
-3, 5-^Wn>7-'Jh , i(^«5 6) 
X H — NMR (CDC 1 3 ) d ppm: 

1.68-1. 78 (2ft a). 1.93-2.02 (2H, i), 2.21 (6ft s). 3.45 (2H, s), 3.50 
-3.56 (2ft m), 3.92 (2ft s), 3.93-3. 99 (2H, m), 4.33-4.38 (lft m), 6.4 
6 (1ft brd, J=8.2Hz), 6.52 (1H, brs), 6.78 (1ft d, J=8. 2Hz), 7.26 (2ft 
s) 

4- [4-th*n^>-3- {2-*h* s s*>V'i)V) 7i;^'» -3, 

5- WKD>7='JKR(^*5 7) 
1 H — NMR (CD 3 OD) 6 Ppm: 

2.11 (6ft s), 3.41 (2ft s), 3.71 (3ft s), 6. 68 (1ft d, J=3.0Hz). 6.78- 
7.00 (3ft m). 7.02-7.12 (1ft m). 7.23-7. 37 (3ft 1), 7.44-7.55 (1ft m) 

4- C3- C3- (2-7j;^^v-X^;V) ^>i?)V) -4-kHn^>7i 

-3, 5-^f;KD>7-UFi (ft£%5 8) 

l H-NMR (CD3OD) 6 ppm: 

2.02 (6ft s), 2.53 (2ft t, J=7.7Hz), 2.83 (2ft t, J=7. 7Hz), 3.82 (2ft 
s), 6.31 (1ft d, 1=3. 0Hz), 6.41 (1ft dd, 1=3.0. 8.6Hz), 6.67 (1ft d, J 
=8. 6Hz), 6. 93-7.05 (3ft m). 7.08-7.18 (1ft m), 7.26 (2ft s) 

4- (4-kFn^->-5, 6, 7, 8-fh7kHn-l-7-7?M+ 
-» -3, 5-y^fKn>7^'JM (ft&$J5 9) 
1 H— NMR (CD3OD) 6 ppm: 

1.73-1.88 (4ft m), 2.05 (6ft s), 2.59-2.61 (2ft m), 2.78-2.88 (2H, m), 
3.42 (2ft s), 5.86 (1ft d, J=8. 7Hz), 6.35 (1ft d. J=8. 7Hz). 7.30 (2ft 
s) 
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4- [3- (2—>#n^r->JVx^;W -4-hHn+->7i/^'» -3,' 

5- y^KD>7-'J « (ft-a 6 0) 
1 H — NMR (CD 3 OD) (5 ppm: 

0.81-0.98 (2H, m), 1.08-1.47 (6E m), 1. 56-1. 80 (5H, m), 2.08 (6H, s), 
5 2.51 (2H. t, J=7.8Hz), 3.43 (2H, s), 6.37 (IE dd, J=3. 0, 8. 6Hz). 6.4 
2 (IE d, J=3.0Hz), 6.62 (IE d, J=8.6Hz), 7.31 (2H, s) 

4- [3- (4-7)V3rW<>z?)V) -4-kHP*'>7x;^>') -3, 5 
-y^fKn^'J FWt (fls-&*6 1) 
10 1 H — NMR (DMSO-d 6 ) 6 ppm: 

1.99 (6H. s), 3.32 (2H, s), 3.79 (2E s), 6.32 (IE dd, J=3. 1, 8. 6Hz), 
6.53 (IE d. J=3.1Hz), 6.68 (IE d. J=8.6Hz). 7.00-7.13 (2ft m), 7.14 
-7.27 (2H. i), 7.32 (2E s), 9.06 (IE brs), 10.07 (IE s) 

15 4- C3- (4-7)V*U^>'M)V) -4-tHD^>7x;^» -3, 
5 - J-m P >7- U m W&m 6 2) ! 
*H — NMR (DMSO-d 6 ) 6 ppm: 

2.05 (6H, s), 3.32 (2E s), 6.62 (IE d, J=2.7Hz), 6.80-6.95 (2E m). 
7.25-7. 42 (4E m), 7.68-7.82 (2H, m), 9.82 (IE s). 10.04 (IE s), 12. 
20 61 (IE s) 

4 _ [3 _ {2- s y^U^^)V-l -fcHD^X^W -4-liHO^r-> 
7i;^y) -3, 5-^WD>7- 1 JHII (fc£$>6 3) 
1 H— NMR (DMSO-d 6 ) 6 ppm: 
25 0.75-1.85 (13E m), 2.02 (6H, s), 3.33 (2E s), 4.78-4.93 (IE m), 6.3 
8(1E dd. J=3.2, 8.7Hz). 6.62 (IE d, J=8.7Hz), 6.70 (IE d, J=3.2Hz), 
7.33 (2E s), 8.85 (IE s), 10.02 (IE s), 12.61 (IE brs) 



2-^^0-4- (4-kHa^>-3- fV7°ntf^7xy^-» -3, 



I) « ft I) 
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5 -^^Rn>7-U m «b^6 4) 
! H-NMR (CD 3 OD) <5 ppm: 

1.15 (6H, d, J=6.9Hz), 1.95-2.12 (6E m), 3.23 (IE heptet, 1=6.' 9Hz), 
3.51 (2H, s), 6.28 (IE dd, 1=3.0, 8.4Hz), 6. 56-6.68 (2E m). 7.69 (IE 
5 d, J=8. 6Hz) 

-3, 5-i^5f;i^n>7~U m (ft£tf6 5) 
1 H — NMR (DMSO-d 6 ) <5 ppm: 
10 1. 05-1. 28 (2E m). 1.37-1.50 (2E m), 1.65-1.80 (IE m), 2.02 (6E s), 
2.38 (2E d, J=7.1Hz), 3.11-3.26 (2E m). 3.33 (2E s). 3.70-3.85 (2E 
m), 6.34 (IE dd, J=3. 1, 8.7Hz), 6.42 (IE d. J=3.1Hz), 6.66 (IE d, 
J=8.7Hz). 7.33 (2E s). 8.86 (IE s), 10.03 (IE s), 12.55 (IE brs) 



15 



20 



4- C4-tFa*->-3- C2- (3-fb7kHn77-;W x^;W 7 

-3, 5-^fHD>7='Jm (4t£tl6 6) 
J H-NMR (DMSO-d 6 ) <5 ppm: 

1.35-1.61 (3E m), 1.84-2.15 (8E m), 2.30-2. 65 (2E m), 3.12-3.26 (IE 
m), 3.33 (2E s), 3.48-3.80 (3E m). 6.32 (IE dd, 1=3.1, 8. 7Hz), 6.48 

(IE d. 1=3. 1Hz), 6.65 (IE d, J=8.7Hz). 7.33 (2E s). 8.88 (IE s), 
10.03 (IE s), 12.63 (IE brs) 



4- (4-fcFP*->-3— (VZfU&V7x.~)VZ))'7T-)l') "3, 5- 

v^)V^uy?~v m (fl^#>6 7) 
25 1 H — NMR (DMSO-d 6 ) 6 ppm: 

1.07 (6E d, J=6.9Hz). 2.34 (6E s), 3.11 (IE heptet, J=6.9Hz), 3.35 
(2E s). 6.50 (IE dd. J=2. 4, 8.4Hz), 6.63 (IE d, J=8.4Hz), 6.83 (IE 
d, 1=2. 4Hz), 9.26 (IE s), 10.16 (IE s), 12.60 (IE brs) 



1 II*' (I 
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4 _ ( 4 -t^ D ^^-3->ry^nt!;^>-if>x;i/^;V') -3, 5--J 

X H — NMR (DMSO-d 6 ) <5 p pm : 

1.15 (6H, d, J=6.9Hz), 2.53 (6H, s), 3.20 (1H, heptet, J=6.9Hz), 3.36 
5 (2H. s), 6.95 (1H, d, J=8. 5Hz), 7. 34-7. 50 (3H. i), 7.55 (1H, d, J=2. 4H 
z). 10.37 (1H, s), 10.51 (1H, s). 12.65 (1H, brs) 

4- (4-t:HD^'>-3— rV^Dtf;i/7x/^-» -3, 5-5>*^)V? 
n>XX>J m Mb^«6 9) 
10 1 H — NMR (CDC 1 J + CD3OD) 6 ppm: 

1.90 (6H, d. J=6.9Hz), 2.10 (6H, s), 3.21 (1H, heptet, 1=6. 9Hz), 3.46 
(2H, s), 6.26 OH, dd, J=3. 0, 8.7Hz), 6.59 (1H, d, J=8.7Hz), 6.71 (1H, 
d, J=3. 0Hz), 7.27 (2H, s) 



15 mmm2o 

7x ;^i/) -3, 5-i?^WD>7rU H^hU^A (M7 0) 

4- C3- C (4-7;i/tn7i-JW kHn^i/^^W -4-tFn+ 
->7zy^» -3, 5-^fiKn>7-'JHiX^2. 28g$^^ 
20 S-)l2 0mL\zmffiV. 1 mo 1 /Limit* h U !>A7jci^2 OmL £UD 

ji£#i&u imo i/L»»&jp^T+»u ^mx^Tttmurc. *r$s 

B£^ttSr^*$/*AT?ft«U »*SES«ETte*bfc. »2mo 
l/L7K»^bU^A7K»a[_4. 3mLl0^ «rtSES«EES*b, 4- C3 
25 - C (4-7MD7x-;V) tHD^f;H-4-kHD^y7x;^ 
->] -3, 5-^WQ>7-U mth'J^l- 5 3g£#fc. 
X H — NMR (DMSO-d 6 ) 6 ppm: 

1.99 (6H, s), 2.87 (2H, s), 5.86 (1H, s), 6.37 (1H, dd, J=3. 0, 9.0Hz), 
6.64 (1H, d. J=9.0Hz), 6.80 (1H, d, J=3.0Hz). 6.98-7.12 (2H, m), 7.20 
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-7.38 (4H, m), 12.23 (1H, s) 

mrnm 21 

5 4- C3- C (4-7MD7x-;W bKn^pWM -4-tHD^> 
7x/*i/l -3, S-^^HDVT-'JMA'J^ tffr&*7 1) 
1 H— NMR (DMSO-de) <5 ppm: 

1.99 (6H, s). 2.84 (2H, s). 5.88 (1H, s), 6.38 (1H, dd, J=3. 1, 9.0Hz). 
6.67 (1H. d, J=9.0Hz), 6.84 (1H, d, J=3. 1Hz), 7.00-7.15 (2H, m). 7.24 
10 -7.40 (4H, m), 12.48 (1H, s) 

(-) -4- (3- C (4-7MD7J-JW kHo^^^W -4-h 
h'D^>7x;^» -3, 5-^*3^VP>7-U K^-hU^A ({b£ 

m72) 

15 1 H — NMR (DMSO-d 6 ) 6 ppm: 

1.99 (6H, s), 2.90 (2H, s), 5.71 (1H, s), 5.87 (1H, s), 6.39 (1H, dd, 
J=3. 1, 8. 6Hz), 6.66 (1H, d, J=8. 6Hz), 6.84 (1H. d, J=3. 1Hz), 7.00-7.15 
(2H, m), 7.23-7.40 (4H. m), 9.22 (1H, brs), 12.14 (1H, brs) 

20 (+) -4- C3- C (4-7MD7x-iW kh'D^^^W -4-h 
Kd^>7i;=l : -» -3, 5-^WO>7^'J Hm^-hU^A 

$>7 3) 

X H — NMR (DMSO-d 6 ) 6 ppm: 

1.99 (6H, s). 2.93 (2H, s), 5.71 (1H, s), 5.87 (1H, s), 6.39 (1H, dd, 
25 1=3.1, 8.6Hz), 6.65 (1H, d, J=8. 6Hz), 6.84 (1H, d, J=3. 1Hz), 7.00-7.15 
(2H, m), 7.23-7.40 (4H, m), 9.18 (1H, brs), 11.99 (1H, brs) 

mum 2 2 

fcfX C4- C3- C (4-7MD7x^) b h* U^y^)V) -4-hF 



<« »■ u 
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■ D^>7i/^^) -3, 5-^^7D>7-UH8) #;1/->£A 
«7 4) 

4- C3- C (4-7Jl/tD7xZ;W tHO+^^W -4-tKD* 
i/7i/^» -3, 5-W;RD>7-UHi0. 3 5 8 gi*ift* 
5 ;k>£A3 0mg^^/-JP3 OmLCin*., £fifc:T2ll#W8l#L;fc. R 

rtffl^t*ft«ff«ifru tr* u- C3- c (4-7MD7i-;w tna 

-4-kHn^>7x;^» -3, 5-W^n>7='J 
Htt) fi^ytJhs 0 . 3 7 0 g 
'H-NMR (DMSO-d 6 ) 5 ppm: 
10 1.99 (6H, s), 3.04 (2H. s), 5.71 (1H. s), 5. 87. (1H, s), 6.40 (1H, dd. 
J=3. 1, 8.6Hz). 6.65 (1H, d, J=8. 6Hz), 6.82 (1H, d, J=3. 1Hz), 7.00-7.15 
(2H, m). 7.23-7.43 (4H, m), 9.17 (1H, brs), 11.21 (1H, brs) 

^»J2 3 

15 4- [3- ( (4-7;VtP7i-;W kFD^rS/^^W -4-fcFn*~> 
7x/^>] -3, 5-^^Wa>7-'J Ht^^ (IM7 5) 

4- C3- C (4-7WD7x-;W kHn^j/^fJW -4-tHn^ 
->7i;^» -3, 5-y^f;i/7a>7-'Jh , tthU'?A7 5 5mg§ 
1 OmL©^^y-;HC»b, SVlttJ-JlO. 1 2 3mL£j&n;L, 40t 

20 izT-mmm&htc. R^m^m^r^v, mm^jv-cmrnvtco w 

h^77^- : ^*>-l»x^;W fctHMSLT* 4- C3- 

C (4-7MD7i-JW kFD*^^] -4-tHo*'>7x;* 
25 5-0 - 3, 5 -^WD>7-'J FBbWHfc5 5mg#fco 
1 H— NMR (CDCI3) (5 ppm: 

2.04 (6H, s), 3.30 (IE d, J=3. 3Hz), 3.46 (2H, s). 3.81 (3H, s), 5.86 
(1H. d. 1=3. 3Hz), 6.36 (1H, d. J=3.0Hz), 6.53 (1H, dd, J=3. 0, 8.8Hz), 
6.75 (1H, d, J=8.8Hz), 6. 98-7.04 (2E ■). 7.26 (2H, s), 7.28-7.34 (2H, 



9 * • ' 
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m), 7.38 (1H, s), 9.07 (1H, s) 



mmm2 4 

(+) -4- [3- C (4-7MD7xZJV) tF -4-t 
5 h'D^>7i;^» -3, 5-^^-?n>7^'J hm-^Di»7^ 
Kit «b£*7 6) 

(+) -4- C3- C (4-7WD7x-JW tHP^/^P) -4- 

g^L-^n->>y^ FillO. 5 1 g^7K2 OmLCIS^f, 5 OT^C 
10 T»#£-&fc. 3SMfcT*?Wi^l/, #fffltr£3I&LT, (+) -4- (3- 
[ (4-7Mn7x-JW tFD^^^W -4-kHn^7x/^ 
~>D -3, B-S^^I/TO^-'J PWtL— 5^Di/>75 Hmi. llg£ 
#£. 

X H— NMR (DMSO-dj) 6 ppm: 
15 2. 00 (6H, s), 2.60-2. 70 (1H, m), 2.81-2.92 (1H, m), 3.16 (2H. s), 3.45 
-3.57 (1H, m), 5.71 (1H. brs), 5.87 (1H, s), 6.39 (1H, dd, J=3. 2, 8. 6H 
z), 6.60-6. 80 (3H, m), 6.84 (1H, d, J=3.2Hz), 6. 97-7.44 (10H. i), 7.50 
(1H, s), 9.14 (1H, brs), 10.83 (1H, brs) 



20 um.m 1 

\i->f)v% (9~i 3kg) izmfemv&imyozmxvtz^j-ytittfr 
$ibi mmn^vft. -mfflM®m\z&®M%!}<Dik-$m* 1 ofeizmmh 

Mk (TO , HDLuU^TU-JVm^^XSh^if^ty^ Hi (TG) £ 
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#HDL3Mfn-Jlr _ 



- a-^tWHDL3WTD-)l«) 



X 1 0 0 



urnwfiT* (%) ■ x 1 0 0 





jfiL*#HDL 
(ED 20 i, nmol/Kg) 


(ED 20 i> nmol/Kg) 


3 9 


0.8 1 


1.8 1 


6 9 


4. 22 


46. 0 



10 



15 



20 



UWtM2 

Htm** bvtfvty-i mymmfeu®. < i ) 

5a»«tt!>^X^-*5y hft7aiBUl53^fO-;^ (CE-2 
( (80 B*^7W7IS) ) +1. 5XJl/XfD-^+0. 5X3-;HR) 

Hi3 0 0nmol/kg) tlBl Hlng^lfc. JtSW'H 

5 y-;v^r o . 5 x*;w#*^?-^fe^p-x*»«*a-*i/^:. 

*&, jEflWfctx, HHM>©£***-*5yhfcJ8V>TjE1lt* (CE- 

2 ( oho aitzvrm ) icT7»iMiwufc*, 5%x*/-;i^o. 
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BmLftlPA, tV**-*- -CtMfrbfc*, Fo 1 chtl OmL^MT 
afct)©hU^y-fe^ FftJWBbTMJ^y*fe9'f HfiTStt*fftfbfc. 



«2] 





JffBrthy^U-fe^-f (mg/BTMl g) 


fl5#*6 l 


16.8 




3 3.9 




8. 1 



mm 3 

JFKrtHJ^U-fe?* FtfTWiawaW* (2) 
attKK-Ay (3 5-4 5 g, («0 0#*W«) ft 1 HIE** 

(CE-2 ( (W> 0#?1/7®D ) »7g©SHIiWIST*CftWl/fc. &i£i£ 

RU lOmL/kgOffll (t^©MS41»3 0nmol/kg) 

TfiHiH2anwn«#i/fc. »w*fc», »5%x^;-ji4to. 
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tf\J7u\fU>?zL~-7\Z&^Xftm<D-'U ($2 0 0mg) fc£3*«* 
5mLSrin^, T^X/^-^Wct, Folchll OmL&JoAT 

TCTSB^ffc. Fol chIlmL«iU fflWaMtfflO^a-^fc 



«3] 







ft^7 1 


2. 8 




1 6. 1 



15 UWiM4 

;W#+5/^5 : ';Hr;i/n-X7KaF«T?2 0itft> 5mL/k gOfflitlB 

|feSI5B*RT»5U##Ui^y*7-f H (»H&-£*5 # g/k g) £<fctfD 
-#7£MJ-5> (ft«ft4I7 0 0mg/kg) **S^toKlC»*Ufclfe, 
2. 5mL/kg©ffliTttfi^l/fc. Jff*R»2 ^IBftfcX-^W* 
^TT^lfilL, jfc4'<2ALTfccktfAST£giJ##r^* (f^-3>RA- 
25 1 0 0 0SSR) fCTJII^bfe. 
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M©|H|*T--*-T!**ALT*J:tfAST«©J:#«**fc«l«ll/» Iff 





ALT (U/L) 


AST (U/L) 


30 nmol/kg 

<fc^»6 9 

300 nmol/kg 


1 9 2 0 2 


2 6 7 2 3 


12 5 10 


19 7 10 j 




2 9 6 1 8 


34 9 6 3 



5 umw 5 

PS4L, 56£fll©W&£fl^L£o 





fflM (nmol/kg) 


JE£09 


3 9 


5 0 0 


0/4 


6 9 


3 0 0 0 


0/3 



Cg£±©flWrat&tt] 
15 *^©WI3-^ (I) T*«n5'7D>7-U H»»*#tt, ^nfcJfiL 

20 ass^f* 



■ t) » I 



WO 01/85670 



PCT/JPOl/03499 



109 




fcl^Dy>If^It, R 3 ^**®^ C,.,7^^ hU7;^D^ 

6-**7-l. 6 - 5?k FDKU - 3 --f ;wf;i4t*&H:- 
fct^M^I/gS^U Tte«&*£LT7fcm^ C^eTi^M, C a _ 6 

is (c 1 _ 6 7;p= J Sr;i/) s*fc^\oy>M^*uxv^T%)«fcvi7U-;v 
& «jyttUT*»i6, c 1 _ 6 7;p^s, c 1 _ 6 7;wn^->s, 

S*fcfiAP^>m^ ; £WtT^T i fe)i^7U-^^^*, airtctt**'? 
*WbT^T , fej;Vi^D7;P*;k»*fc«?RrtK:»*i8( ; ?* : tLT^Tfe < k 
20 v^>i?o7;wv^5 i ;vs^ , r) T^snsgfc^u zwskJWfffSfcf* 

C 1 . 8 7^3*^aS*ftr*^ Y t Z »ttr b7*?l<'>m*MJ8,? 

^0 



25 2. H8*5£ 



WO 01/85670 



PCT/JPOl/03499 



110 




* 3=-;]/*, sift fctt*^ tx vix %> «k v> n 7)^)vm^rz\m\H \z 

20 3 . k HS!5£ 




a6&*U R 1 RtXR 2 iil^i;T i b^oTViT%)«k<, -W^ttC ,. 3 7^ 



WO 01/85670 



PCT/JPOl/03499 



111 



4. HS^ 



Any>««^ri / TVJTt>«k^7U-;p«*«-r) T^$n^>ST*§] t 




WO 01/85670 



PCT/JPOl/03499 



112 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP01/03499 



A. CLASSIFICATION OF SUBJECT MATTER 

Int. CI 7 C07C233/25, 317/40, 323/41, C07D237/14, 307/12, 

A61K31/216, 31/341, 31/351, 

A61P1/16, 3/06, 9/00, 9/10 
According to International Patent Classification (IPC) or to both national classification and IPC 


309/06, 


309/12, 


B. FIELDS SEARCHED 


Minimum documentation searched (classification system followed by classification symbols) 

Int. CI 7 C07C233/25, 317/40, 323/41, C07D237/14, 307/12, 
A61K31/216, 31/341, 31/351, 
A61P1/16, 3/06, 9/00, 9/10 


309/06, 


309/12, 


Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 
CAPLUS(STN) , REGISTRY (STN) 



C DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 


Citation of dotniment, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


A 


BP, 580550, Al (CIBA-GEIGY AG) , 


1-8 




26 January, 1994 (26.01.94) 






& HU, 64512, T & AU, 9342081, A 






& NO, 9302614, A & CA, 2100817, A 






& FI, 9303260, A & JP, 6-172275, A 






& ZA, 9305196, A & NZ, 248181, A 






& DE, 69314718, E & ES, 2108855, T3 






& IL, 106360, A & TW, 350771, A 






& BR, 1100830, A3 & MX, 191139, B 




PA 


WO, 00/58279, Al (NOVARTIS AG) , 


1-8 




05 October, 2000 (05.10.00) 






& AU, 200042908, A 





I I Further documents are listed in the continuation of Box C. See patent family annex. 



* Special categories of cited documents: 

"A* document defining the general state of the art which is not 

considered to be of particular relevance 
"E" earlier document but published on or after the international filing 

date 

°L P document which may throw doubts on priority claim(s) or which is 
cited to establish the publication date of another citation or other 
special reason (as specified) 

"O" document referring to an oral disclosure, use, exhibition or other 



"p" document published prior to the international filing date but later 



T later document published after tbe international filing date or 
priority date and not in conflict with the application but cited to 
understand the principle or theory underlying the invention 

"X" document of particular relevance; tbe claimed mvention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

"Y" document of particular relevance; the claimed mvention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such 
combination being obvious to a person skilled in the art 
document member of the same patent family 



Date of the actual completion of the international search 
29 May, 2001 (29.05.01) 


Date of niailing of the international search report 
19 June, 2001 (19.06.01) 


Name and mailing address of the ISA/ 
Japanese Patent Office 

Facsimile No. 


Authorized officer 
Telephone No. 



Form PCT/ISA/210 (second sheet) (July 1992) 



INTERNATIONAL SEARCH REPORT 



Internationa] application No. 



PCT/JP01/03499 



Box I Observations where certain claims were found unsearchable (Continuation of item 1 of first sheet) 

This international search report has not been established in respect of certain claims under Article 1 7(2)(a) for the following reasons: 



1. |3 Claims Nos.: 9 

because they relate to subject matter not required to be searched by this Authority, namely; 

The invention as set forth in claim 9 pertains to methods of therapy and 
thus relates to a subject matter which this International Searching Authority 
is not required, under the provisions of Article 17(2) (a) (i) of the PCT and 
Rule 39.1 (iv) of the Regulations under the PCT, to search. 

2. n Claims Nos.: 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically; 



3. []] Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 
Box H Observations where unity of invention is lacking (Continuation of item 2 of first sheet) 
This International Searching Authority found multiple inventions in this international application, as follows: 



1. | | As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 



claims. 



2- □ 



As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 
of any additional fee. 



3- □ 



As only some of the required additional search fees were timely paid by the applicant, this international search report covers 
only those claims for which fees were paid, specifically claims Nos.: 



4. □ 



No required additional search fees were timely paid by the applicant Consequently, this international 
search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest E] The additional search fees were accompanied by the applicant* s protest 
H] No protest accompanied the payment of additional search fees. 



Form PCT/ISA/210 (continuation of first sheet (1)) (July 1992) 



ffl^fflP## PCT/JP01/03499 



a. *m*>mts&WD£m ®&Mmtm (ipo ) 

Int. CI. ' C07C233/25, 317/40, 323/41, C07D237/14, 307/12, 309/06, 309/12, A61K31/216, 31/341, 31/351, 
A61P1/16, 3/06. 9/00, 9/10 



m^n^it^nmn mnw/Hm (ipcj) 

Int. Cl. ' C07C233/25, 317/40, 323/41. C07D237/14. 307/12, 309/06, 309/12, A61K31/216, 31/341. 31/351, 
A61P1/16, 3/06, 9/00, 9/10 



CAPLUS (SIN) , REGISTRY (STN) 









A 


EP, 580550, Al (CIBA-GEIGY AG) 26. 1 J3 . 1994 (26. 01. 94) 
&HU, 64512, T &AU, 9342081, A &N0, 9302614, A &CA, 2100817, A 
&FI, 9303260, A &JP, 6-172275, A &ZA, 9305196, A &NZ, 248181, A 
&DE, 69314718, E &ES, 2108855, T3 &IL, 106360, A &TW, 350771, A 
&BR, 1100830, A3 &MX, 191139, B 


1-8 


PA 


ffO, 00/58279, Al (NOVARTIS AG) 5. 10J3 . 2000 (05. 10. 00) 
&AU, 200042908, A 


1-8 



ho 

rpj sums b are, fttoftftttosKesatfeftSHM 



©•«lttXttil#tt#*^ k h tit t> <n 
r&j W-z^vfyrSy-X^ 



29. 05. 01 



BKPsa#o%i@i a 1 9 06 0 1 



u*m<&ftff (isa/jp) 

ffl#flO0-89 15 



4H 



9 54 7 



HfS#-f§- 0 3-3581-1101 



3 4 4 3 



iSPCT/ISA/2 10 (12^) (1 99 8¥7^) 



geSttUK## PCT/JPO I/O 34 9 9 



mm ^©^©-»©iEtei>*-g&ft^fcag]Kjt. (ii^o2oj#) 

SB8*033« (PCT1 7&(2)(a)) ©£££<):!?, t©HWW*#H*©aSR:J: 9 W*©*H©-*COV>T* 
1. |x| at:fc©$&ffl_9 HE, ^©BBBWaiW^iaESr-rcrfctrRUttV^iWkteffStO-CfcS. 



fc*fl»»«©«J&fc4*« *©■?*>«. o*U s 



3. □ S8#©®S L f4, S£JRfS*©«ffl-e&oTPCT«^86.4(a)©»2XXU5^33:©ai£K: 



©SSBfciov-cffrfcuyt. 

3. □ ffiHA^S^^P^#3S^-SF5©^Ui^rartK:^L^^ofc©-t?, C©HBRPaE«#«, **»©* 

#©foofc^©i»*©®a©^^o^T^ufc„ 



4. □ BmX^£«*iiin^#^SrffliaftC^U**»<»te©-C, roBmOKttt, »*©tfiH©ft*JWE* 



Mums? ■»©*»© *S:t fcHf 5 &M 



«t£PCT/ISA/2 10 (1) ) (1 9 9 8^7^) 



